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«fc^flz;H, A liS:-(CH 2 )t-(0) m -XI*) 
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(57) [Abstract] 

General Formula (I ):R'-A-X-NHC O-Y-R 2 (In Formula, as 
for R 1 as for optionally substituted heterocyclic group- or 
optionally substituted phenyl group* R 2 as for optionally 
substituted condensation phenyl group, optionally 
substituted phenyl group- or optionally substituted thienyl 
group- A type:- (CH 2 ) t- (O ) <sub>m- or ) 



(3EW - R 3 fccfci; R 4 14**. Xtt-HlCfto-C 
R 5 14** » XI4<£ii»7;U 
1 14 0,1 XI* 2- p- m fc n 14^*1^ 
*l 0 XI4 1 £ Mvfct X I4M& 



Claims 

[ttltflf*a>ttH] 
[»#* i] 

-ft ^(tyR'-A-X-NHCO-Y-R^cf 1 - R 1 I4m& 
»**LT^Tt J:l^a*ai», XI4M&S£ 
^LT^Ttcfct^x^US- R 2 l4S&g££L 

J;LN^x-;uS x A (4SC: -(CH 2 )t-(0) m -XI4) 

R 3 R 4 

\/ 
lp 



As for group v X which is shown with (In Formula, R and R 
hydrogen* or becomingsimultaneous, form imino group, as 
for R 5 as for hydrogen, or the lower alkyl group * t as for 0 
and 1 or 2, p, m and n 0 or 1 are meant respectively. ) as for 
optionally substituted phenylene group, or the optionally 
substituted nitrogen containing heterocyclic ring bivalent 
group * Y it is a connection, a lower alkylene group or a lower 
alkenylene group. ) With compound and its salt Q which are 
shown 



[Claim(s)] 
[Claim 1] 

General Formula (I ):R 1 -A-X-NHC O-Y-R 2 (In Formula, as 
for R 1 as for optionally substituted heterocyclic group, or 
optionally substituted phenyl group * R 2 as for optionally 
substituted condensation phenyl group, optionally 
substituted phenyl group, or optionally substituted thienyl 
group, A type:- (CH 2 ) t- (O ) <sub>m- or ) 



R 



5 



(Op-N-(CO)n- 



(S4 3 s R 3 R 4 I£tK^. ^C^oT group, which is shown with (In Formula, R 3 and R 4 

*f 5/Jk£ff2j$"3"<&, R 5 (£tK^* XliiSSfcTJU hydrogen, or becomingsimultaneous, form imino group, as 
t it 0,1 X(i 2, p, m t$<klf n H^^l-^ for R 5 as for water cord,or lower alkyl group, t as for 0 and 1 
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*i 0 XI* 1 £3tift-f 6)l?*£*i<i>g, 

y i*$££s ft«7;u*i/>»Xi*««7;u*=. 

[IS*«2] 

1 TiS 3 «©tt«7;MrJU****4-f 5*V'J 

1 75M 3 ® <D&^u*/>oug$*rf •S'Ts? 

1 TbS 3 <!(D/NPy>fccfctf/XI*({£$)r^* 
1 JbS 3 ®<D<g&7^*;U»£^r£t 0 <Jv;U; 

1 nm 3 ffla>ffi»7;ua**>*£*rf stru*:? 

1 JbM 3 P<D/\P^>^Wri)tf 'J^-IU; 

1 TbS 3 fl(DMny>fcJ:t;/XliMJ/\n(& 

7x_;uS; 

1 7b £ 3 ffla>ffi«77i/*;i'*£*rf *7x=.;u 

S; 

1 JbM 3 fl©fi«7;u4rJU75/***-r*7i 

-JUS; 

1 TbM 3 fia>fi«7ju*y-f;u75yas*^-r* 

1 JbM 3 fl©(S|R7;U4r;UXjU*-;b75/* 

££-f<5>7x=;ug ; 

1 nm 3 ®<D/Npy>*^-r<57i-;u*; 

l TbM 3 .fl0fift7Aa4F-»>S£4r*"*7x=. 

1 7!jS3P©/\0^>i3«i:i;/XI*(Si|R7;Ua4r 
^S^Wt^^x^JU*; 

l 7b S 4 fl£dfc7ttfD«**9S 
ttltfli* 1 XI* 2 MRi? l TbM 3 

1 XI* 2 g^SXIf 1 TbM 3 



2003-8-5 

or 2. p. m and n 0 or 1 are meant respectively. ) 

As for X optionally substituted phenylene group * or 
optionally substituted nitrogen containing heterocyclic ring 
bivalent groups 

Y is connection, lower alkylene group or lower alkenylene 
group. ) 

So compound and its salt G which are shown 
[Claim 2] 
R 1 imidazolyl; 

imidazolyl; which possesses lower alkyl group of 1 to 3 

imidazolyl; which possesses lower alkanoyl group of 1 to 3 

imidazolyl; pyridyl; which possesses halogen and/or (lower ) 
alkyl group of 1 to 3 

pyridyl; which possesses lower alkyl group of 1 to 3 
pyridyl; which possesses lower alkoxy group of 1 to 3 

pyridyl; which possesses halogen of 1 to 3 

pyridyl; which possesses halogen and/or trihalo (lower ) alkyl 
group of 1 to 3 

phenyl group; 

phenyl group; which possesses lower alkyl group of 1 to 3 

phenyl group; which possesses lower alkyl amino group of 1 
to 3 

phenyl group; which possesses lower alkanoyl amino group of 
1 to 3 

phenyl group; which possesses lower alkyl sulfonyl amino 
group of 1 to 3 

phenyl group; which possesses halogen of 1 to 3 

phenyl group; which possesses lower alkoxy group of 1 to 3 

phenyl group; which possesses halogen and/or lower alkoxy 
group of 1 to 3 

phenyl group; which possesses unsaturated complex single 
ring basis whichincludes nitrogen atom 1 to 4 

sulfur atom 1 or 2 and phenyl group; which possesses 
unsaturated complex single ringbasis which includes nitrogen 
atom 1 to 3 

oxygen atom 1 or 2 and phenyl group; which possesses 
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S; 

HJ7 4 /'JJU; 

1 Tbm 3 ®(Dfc®.T)l*)l&tttZ>V)T % />) 
)\>\ 

1 TbM 3 ®(DT**V&t$&XfmmW.T)\,* 

;i4S£*rf*MJ7'/'J;u; 

l TbS 3 fi©/\py>^*-rS^7 4 -/'J;U; 

1 ftM 3 fl©ffi«7JU*;U*£*T*"£-fV+* 
1 rtM 3 fi©ffi«7;U*;uS£*i-f SMJ7S/ 

i 7!jM 3 fla>i£«7;i/#;ua£*rt-*'<:/X-r 

1 TbM 3 «0>/\py>t*-#-4'<>»/-r5y % /U 

i nm. 3 fi©««7;u34r5/**^-r«'<>x 
1 fl£ 3 ffl©ft«k7;u4rJb**^-rs-f>KU 

1 AM 3 fl<D«tt7;i/*;U*£*rrS-f>KV 

^; 
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unsaturated complex single ringbasis which includes nitrogen 
atom 1 to 3 

phenyl group; which possesses oxide pyridyloxy 

oxo chromene; 

piperazinyl; 

triazolyl; 

triazolyl; which possesses lower alkyl group of 1 to 3 

triazolyl; which possesses thioxo basic and/or lower alkyl 
group of 1 to 3 

triazolyl; which possesses unsaturated complex single ring 
basis whichincludes nitrogen atom 1 to 4 

pyrimidinyl; 

pyrazinyl; 

quinolinyl 

isoquinolinyl; 

thienyl; 

thiazolyl; which possesses halogen of 1 to 3 
benzo thiazolyl; 

isooxazolyl; which possesses lower alkyl group of 1 to 3 

triazinyl; which possesses lower alkyl group of 1 to 3 

pyridazinyl; which possesses halogen of 1 to 3 
thiadiazolyl; 

benzimidazolyl; which possesses lower alkyl group of 1 to 3 
benzoimidazolyl; which possesses halogen of 1 to 3 
benzimidazolyl; which possesses lower alkoxy group of 1 to 3 
benzo isooxazolyl; 

indolyl; which possesses lower alkyl group of 1 to 3 
So, 

R 2 fluorenyl; 

indolyl; which possesses lower alkyl group of 1 to 3 
phenyl group; 
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l 71S 3 m<D/\a^fi/^t^y^-)^; 
ft; 

1 71£ 3 fflCDfii&77UP*vft£:frf &7xx 
JUS; 

l71£3fla>hyMP(«»)7;u*7uai£*rfS 
1 71)5 3 flo>*>7VS£*rr*7x-;uft; 

7xx;u££:frfS7xXJI/ft; 

ig^u^i^xxju^^-f&^xxjug; 

^X-^S^^-T-S^x^^S; 
/\P^XX/US£*3-f-i)?xx;i,S; 

t°'Jv7U; 

^x^;i/*^^-r^x-;u* ; 

i 71 £ 3 ®<D/\py>££-f -i>*>7i//\V'J7i/; 

1 71 M 3 <KOh'J/\P(e«)77U4r7Uftfc«i:t;/ 
XI4ffitt77U*7U»**-ra*7U/*V'J7U; 

2,3-i?tKP^>^[b]^4zex;u ; 

1 71M 3 ®0)fcmT)l>*)l>&tttZ> 2,3-vfc 
KP^> v /[b]^-trt°-;U; 



1 711 3 flft/xa^ftfrfS 2,3-vtKP^O 

1 TIM 3 ®(75iSmT7U^I>X7U*-7l/ft^^-r 
S 2,3-vth*P-^> x /[b]^-blf x;t, ; 

1 71S 3 P<D&li&77UP*vft£:rf £> 2,3-5? 
vt+VSIttS 2,3-vtKP-^>7[b]^x 

ex^ ; 

1 71 S 3 flG>HJ/\n(te»)77l>*7l/ft*SJ:tf/ 



phenyl group; which possesses halogen of 1 to 3 

phenyl group; which possesses lower alkyl group of 1 to 3 

phenyl group; which possesses lower alkoxy group of 1 to 3 

phenyl group; which possesses trihalo (lower ) alkyl group of 

1 to 3 

phenyl group; which possesses cyano group of 1 to 3 
phenyl group; which possesses halophenyl group 
phenyl group; which possesses phenyl group 
phenyl sulfanyl basis; 

phenyl group; which possesses lower alkylphenyl group 
phenyl group; which possesses thienyl group 
phenyl group; which possesses halo- thienyl group 
pyridyl; 

thienyl group; which possesses phenyl group 
carbozolyl; 

carbozolyl; which possesses halogen of 1 to 3 

carbozolyl; which possesses trihalo (lower ) alkyl group 
and/or lower alkyl group of 1 to 3 

naphthyl; 

2 and 3 -dihydro benzo [b ] tf^-fefcfx jpl 1; 

2 and 3 -dihydro benzo where it possesses lower alkyl group 
of lto3[b]+*-btfx jpU; 

2 and 3 -dihydro benzo where it possesses halogen of 1 to 3 
[btf-dHZtfX jpll; 

2 and 3 -dihydro-benzo where it possesses lower alkane 
sulfonyl group of 1 to 3 [b ]^F-bfc?x jpl 1; 

2 and 3 -dihydro-benzo where it possesses lower alkoxy 
group of 1 to 3 [b tf-^r-fet? - jpll; 

2 and 3 -dihydro-benzo where it possesses di oxo group [b ] 
jp8 epitaxy Ni jpll; 

8 and 9 -dihydro-benzo cycloheptane; 

chromene; which possesses halogen of 1 to 3 

indolyl; 

indolyl; which possesses trihalo (lower ) alkyl group and/or 
lower alkyl group of 1 to 3 

So, 
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AA<SC: 
-(CH 2 )t-(0) m - 



A formula: 

-(CH 2 )t-(0)<sub>m- 
Or 

R 5 

-(C)p-N-(CO) n - 



R 3 R' 



(St** R 3 fccfctf R 4 I4**» Xli-UKfcoT 
•<5/S£J&frf *k R 5 14**. XI4te&77U 
1 14 0,1 X(4 2 S p, m fcj:*/ n 14-HT.-? 
ft 0 XI4 1 £jgl*1'<I>)T'jF$*l-5>S, 

1 75M 3 ®(D/\n?y$:G? : hZ?jL-lsl'&; 
1 75S 3 ©0>i>7/S£*rr<S>7i=b>*; 
1 75£ 3 <l(Dtel&7;U*;US£:rf 



groups which is shown with (In Formula, R 3 and R 4 
hydrogen, or becomingsimultaneous, form imino group, as 
for R 5 as for hydrogen* or the lower alkyl group* t as for 0 
and 1 or 2* p* m and n 0 or 1 are meant respectively. ) 

X phenylene group; 

phenylene group; which possesses halogen of 1 to 3 
phenylene group; which possesses cyano group of 1 to 3 
phenylene group; which possesses lower alkyl group of 1 to 3 



1 ftS3®<D&$7;i^*v*£*rrS?i-U 

l 75M 3 P<D<gf&7;u*;ux;u*-;u75/g 

^-f-S:?!^!^*; 

1 7iS3fi<D/\Py>fcJ:tf/XI4««77U:3* 
vS££-fS7x-b>»; 

ttftg?- 1 xi4 2 ®&&tfm.mffi : F 1 755 3 

tfiJi/-U>; 

l 75 M 3 ®(D/\Py*>^-TI)lf Uv-U>; 

l 75S3i!c7>MJ/\P(tef&)77t^;Ug£W-f 5 
tf'Jv-b:/; 

l 75S 3 ffla>f8tt7;U*7U***r*-*eue>- 

&*0K? 1 75 £ 4 fl££trftfnttX*aS£ 
^■Tl.t°'Jv^b>; 

l 75 £ 4 fi£^&7ttlD«XJ|L9tt 

-fV-OK'J-b>; 

Y A<* t*-b>; 
l-^Q^r.b> ; 



phenylene group; which possesses lower alkoxy group of 1 to 
3 

phenylene group; which possesses lower alkyl sulfonyl amino 
group of 1 to 3 

phenylene group; which possesses halogen and/or lower 
alkoxy group of 1 to 3 

oxygen atom 1 or 2 and phenylene group; which possesses 
saturated heterocyclic single ring which includes the nitrogen 
atom 1 to 3 

t? jp9 di Ni ream; 

t? jp9 di Ni ream which possesses halogen of 1 to 3; 

fc? jp9 di Ni ream which possesses trihalo (lower ) alkyl 
group of 1 to 3; 

fc? jp9 di Ni ream which possesses lower alkyl group of 1 to 
3; 

fcf jp9 di Ni ream which possesses saturated heterocyclic 
single ring which includes the nitrogen atom 1 to 4; 

t°^7 di Ni ream which possesses unsaturated complex 
single ringbasis which includes nitrogen atom 1 to 4; 

fc° jp9 £ diNiream; 

iso indol Ni ream; 

So, 

Y, vinylene; 
1 -propenylene; 
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I^lx>; 

[MM 3] 

-fiSxE(I): 

R'-A-X-NHCO-Y-R 2 

(5E+.R 1 I47i-;uSsR 2 l4h'j/\o(J&IR)7 

R 3 R 4 R ! 

\/ I 
-(C)p-N 

T»***i«*i?*y s r 3 n&it r 4 (*-isicfto 

Z>jL-\sym. Y l4t*=U>T*fc£) 

[S*#®4] 
— SftxC(I): 

R'-A-X-NHCO-Y-R 2 

(3£cKR'I4 1 7^jS 3 fi(D(S»7;U*;U**^ 

US. R 2 I* 1 ^ S3 fl0)fi»7JU*;U»**r 

>K'J;u» A I4I££, X 14 l JbS 3 
^f>£*rf £7i-u>*. y (4$S£-cfei>) 

[»** 5] 

r 1 ft< 4,5-v(ffii^7;u+;i/)'r5^y | J;i/Ss 

R 2 2,3-i?(fitt7;MNUH:/K'J 
X4«lffl©/\Py>**-t-57i=L/>*T?fcS 

«#*4l2*fl>fl:**B. 

[flf*« 6] 

-ma©: 

R'-A-X-NHCO-Y-R 2 

(34 1 . R' I* 1 TbS 3 fl0>«ft7JU*JU***f 

js*.r 2 i±*;u/<7'J;u % a i4$S£.x (4 1 7b 



methylene; 
ethylene; 

So compound^ which is stated in Claim 1 which is 
[Claim 3] 

General Formula (I ): 
R'-A-X-NHC O-Y-R 2 

(In Formula, as for R 1 as for phenyl group, R 2 as for phenyl 
group % A whichpossesses trihalo (lower ) alkyl group 
formula: ) 



(CO)n- 



So with group which is shown, R 3 and R 4 
becomingsimultaneous, to form imino group, as for R 5 as for 
hydrogens p l,as for n 0, 

As for X as for phenylene group v Y which possesses halogen 
and the lower alkoxy group it is a vinylene. ) 

So compound and its salt D which are shown 

[Claim 4] 

General Formula (I ): 
R'-A-X-NHC O-Y-R 2 

(In Formula, as for R 1 unsaturated complex single ring 
basiswhich includes nitrogen atom 1 to 4 which possesses 
lower alkyl group of 1 to 3, as for R 2 as for indolyk A which 
possesses lower alkyl group of 1 to 3 as forconnection and X 
as for phenylene group * Y which possesses halogen ofl to 3 it 
is a connection. ) 

So compound and its salt D which are shown 
[Claim 5] 

R 1 4 and 5 -di (lower alkyl ) imidazolyl group ^ 

R 2 2 and 3 -di (lower alkyl ) indolyl group > 

compoundo which is stated in Claim 4 which is a phenylene 
group where the X has halogen of 1 

[Claim 6] 

General Formula (I ): 
R'-A-X-NHC O-Y-R 2 

(In Formula, as for R 1 unsaturated complex single ring 
basiswhich includes nitrogen atom I to 4 which possesses 
lower alkyl group of 1 to 3, as for R 2 as for carbozolyk A as 
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s 3 e<ate$&r;u=>*vg£:{rf 
y i*is^-cfci)) 

[11**7] 

R 1 A< 4,5-5/(ft«7JU*;U)«<sy , /U^S. 

X A< 1 ®<D&®L7 ll^smttt&Z/JL-Xsy 

s-efe-sa 6 ettaib&ft. 

[»** 8] 

r'-a-x-nh 2 

HOOC-Y-R 2 
R'-A-X-NHCO-Y-R 2 

r 2 itjE^s^^Lr^Ttcfc^iai^^i-^ 

jB^S^^L'Cl^Ttitfcl^l— ./I'll* A l*3£: 
-(CH 2 )t-(0) m -XI*) 

R 3 R 4 

\/ 

p- 



for connection and X as for the phenylene group. Y which 
possesses lower alkoxy group of 1 to 3 it is a connection. ) 

So compound and its salt Q which are shown 

[Claim 7] 

R 1 4 and 5 -di (lower alkyl ) imidazolyl group. 

compoundo which is stated in Claim 6 which is a phenylene 
group where the X has lower alkoxy group of 1 

[Claim 8] 

General Formula: 

R'-A-X-NH 2 

So compound or its salt which is shown, 

General Formula: 

HOOC-Y-R 2 

So reacting with compound or its salt which is shown, in 
attaching on amidation reaction to depend 

General Formula: 

R^A-X-NHC O-Y-R 2 

So method which produces compound or its salt which is 
shown 

(In Formula, as for R 1 as for optionally substituted 
heterocyclic group, or optionally substituted phenyl group. 
R 2 as for optionally substituted condensation phenyl group * 
optionally substituted phenyl group . or optionally 
substituted thienyl group. A type:- (CH 2 ) t- (O ) <sub>m- 
or) 



R ! 



-(C)p-N-(CO) n - 



(S^xR 3 fccfctf R 4 I***. Xli-*&K«EoT 
R 5 Xlii£$7;U 
*JUS. t It 0,1 XI* 2. p. m fc cfctf n Itttl? 

*i o xi* i **i*-rs)^***t*ii. 
9] 



group v which is shown with (In Formula, R 3 and R 4 
hydrogen, or becomingsimultaneous, form imino group, as 
for R 5 as for hydrogen, or the lower alkyl group, t as for 0 
and 1 or 2. p. m and n 0 or 1 are meant respectively. ) 

As for X optionally substituted phenylene group . or 
optionally substituted nitrogen containing heterocyclic ring 
bivalent group. 

Y is connection, lower alkylene group or lower alkenylene 
group. ). 

[Claim 9] 

General Formula: 
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R 1 -C-S-R 6 



NH 



H 2 N-X-NHCO-Y-R 2 



So compound or its salt which is shown, 
General Formula: 
H 2 N- X-NHC O-Y-R 2 

So reacting with compound or its salt which is shown, in 
attaching on condensation reaction to depend 

General Formula: 



R 1 -C-NH-X-NHC0-R 2 



NH 



XI^&*£^LT^TiJ:l^x^;ug. 
R 2 l±Bft*£5LTl*TtJa*»£7x-;u 

usatswur^rt j:L^x-jbs. xi* 

y it&Ss ft«7;u*u>3SXf*e«7;u<r=. 

10] 

-SSxC: 
H2N-R 1 

^SF*ft*<b£toxii*a>££. 



So method which produces compound or its salt which is 
shown 

(In Formula, as for R 1 as for optionally substituted 
heterocyclic group s or optionally substituted phenyl group s 
R 2 as for optionally substituted condensation phenyl group * 
optionally substituted phenyl groups or optionally 
substituted thienyl group s X as for optionally substituted 
phenylene group % or the optionally substituted nitrogen 
containing heterocyclic ring bivalent group N Y as for 
connection, lower alkylene group or lower alkenylene group % 
R 6 it is a lower alkyl group. ). 

[Claim 10] 

General Formula: 

H 2 N- R 1 

So compound or its salt which is shown, 
General Formula: 



R 6 -S-C-X-NHC0-Y-R 2 



NH 



•e«4ti6<b*»X(±-t<D*tai£*-e:75K 



So reacting with compound or its salt which is shown, in 
attaching on amidation reaction to depend 
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General Formula: 



R 1 -NH-C-X-NHC0-R 2 



NH 



R 2 l4B&g£:frLT^-Ct,<fc^lS£?i=;u 
m&g^LT^-ctJa^x^uS.x (4H 

y I4S££> fttt7ju*u>axi4ft»7ju*-- 

-tt* 

r'-nh 2 

-«3t: 



So method which produces compound or its salt which is 
shown 

(In Formula, as for R 1 as for optionally substituted 
heterocyclic group * or optionally substituted phenyl groups 
R 2 as for optionally substituted condensation phenyl group s 
optionally substituted phenyl group* or optionally 
substituted thienyl group * X as for optionally substituted 
phenylene group * or the optionally substituted nitrogen 
containing heterocyclic ring bivalent group . Y as for 
connection, lower alkylene group or lower alkenylene group v 
R 6 it is a lower alkyl group. ). 

[Claim 1 1] 

General Formula: 

R'-NHa 

So compound or its salt which is shown, 
General Formula: 



H-C-X-N HCO-Y-R 2 
II 

O 



r'-nh-ch 2 -x-nhco-y-r 2 
■e***i*ft^ttX(4-t©**«JS^**a 

r 2 i***»**Lri^rt«feL^«&7i=;u 
m.mm&ttLx^xt&i^x-)^ xi4 

Y I4$S£> <£&7JU*U>gXI4<£&7;U>r- 
12] 



So in reacting with compound or its salt which is shown to 
depend 

TRANSLATION STALLEDGeneral Formula: 
R'-NH-CH 2 -X-NHC O-Y-R 2 

So method which produces compound or its salt which is 
shown 

(In Formula, as for R 1 as for optionally substituted 
heterocyclic group * or optionally substituted phenyl group % 
R 2 as for optionally substituted condensation phenyl group * 
optionally substituted phenyl group* or optionally 
substituted thienyl group* X as for optionally substituted 
phenylene group* or the optionally substituted nitrogen 
containing heterocyclic ring bivalent group * Y it is a 
connection, a lower alkylene group or a lower alkenylene 
group. ). 

[Claim 12] 
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[»** 13] 

a** i icE«<Dft**tB*tL-c»e**i 



14] 



C»*« 15] 

»** i i=E«<Dft^»a) 5-ht ttttxttr 

[H*« 16] 

[a** 17] 

H#H 1 lClct£0Mt£!fe<D* 5-HT *gtf-£j££ 



[tS*H 18] 

tZZtfrhtt 5-HT «^s©^«*ao 



Specification 

(D&iciiits. 

$blcPL<li,5-th*0^>K'J^hT5>(5-HT) 

Slb^feXlit-irftbO&li* thfccfct/»!fei*7> 
£* /<-v^*ftftif fl)*fi*Mi*(CNS)a)» 



Medicine composition,, which contains acceptable support or 
diluting agent as compound and medicine which are stated in 
Claim 1 

[Claim 13] 

manufacturing methods of medicine composition which 
consists of fact that itmixes with acceptable support or 
diluting agent as compound and medicine whichare stated in 
Claim 1 

[Claim 14] 

application,, as medicine of compound which is stated in 
Claim 1 

[Claim 15] 

application 0 compound which is stated in Claim 1 as 5 
-HTantagonist 

[Claim 16] 

application,, compound which is stated in Claim 1 as 5 
-HT 2 cantagonist 

[Claim 17] 

Utilization to production of medicine in order treatment to do, 
5-HT mediation disorder of compound which is stated in 
Claim 1 . 

[Claim 18] 

compound which is stated in Claim 1 5 -HT where it consists 
offact that it prescribes to human or animal therapeutic 
method 0 of themediation disorder 

[Description of the Invention] 

technological field this invention regards novel amide 
compound and its salt. 

Furthermore details 5 -hydroxy regard novel amide compound 
and its salt whichpossess MJ^ jp7 amine (5 -HT ) 
antagonist action or other pharmacological activity. 

said compound or those salt are useful for example anxiety 
symptom and depression* coercion neurologic disease, 
migraine* loss of appetite* Alzeheimer&apos;s disease* 
sleep alteration* multi food symptoms of human and animal, 
5-HTantagonist* for disorder or other treatment or 
prevention which it is related to disorder; coca yne* 
ethanol* nicotine of panic seizure or other central nervous 
system (CNS ) and head damage etc like withdrawal; 
schizophrenia; or the spine damage and/or hydrocephalus 
with benzodiazepine or other drug abuse especially as 5 
-HT2 C receptor antagonist. 
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5-ht 2C 56S«:ftttStt**-r*fc«rttl*s m 
Tilt. aigftltaiHOIB&Mff^- 

W095/21844.W095/29177). 11-130750 



R'-A-X-NHCO-Y-R 2 
-(CH 2 )t-(0) m -XI*) 

R 3 R* R 5 

\/ I 
-(C)p-N- 



background technology 

compound which it possesses 5 -HT 2 creceptor antagonistic 
activity, for example International Patent Application 
(International Patent Publication WO 95/21844, WO 
95/29177 ), has been statedin Japan Unexamined Patent 
Publication Hei 1 1- 130750 etc. 

Disclosure of Invention 

compound of this invention with novel , is compound and its 
salt which are displayed with next General Formula (I ). 

R'-A-X-NHC O-Y-R 2 

(In Formula, as for R 1 as for optionally substituted 
heterocyclic group * or optionally substituted phenyl group * 
R 2 as for optionally substituted condensation phenyl group * 
optionally substituted phenyl group, or optionally 
substituted thienyl group. A type:- (CH 2 ) t- (O ) <sub>m- 
or) 



(CO)n- 



(5t*. R 3 fccfctf R 4 (*7kSL Xli-flClftoT 
t It 0,1 Xtt 2. p. m fc&Xf n tt-ttL-f 

*i 0 XI4 l ZMtitt ftye^dtiss s 



group, which is shown with (In Formula, R 3 and R 4 
hydrogen* or becomingsimultaneous, form imino group, as 
for R 5 as for hydrogen, or the lower alkyl group, t as for 0 
and I or 2. p. m and n 0 or l are meant respectively. ) 

As for X optionally substituted phenylene group, or 
optionally substituted nitrogen containing heterocyclic ring 
bivalent group. 

Y is connection, lower alkylene group or lower alkenylene 
group. ). 

It can produce target compound (I ) of this invention, with 
following method . 

production method I 
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(ID 



(III) 



T 5 Fft££ 



R 1 -C-S-R 6 

II 

NH 
(I?) 



R 1 -A-X-NHCO-Y-R 2 



(I) 

production method 2 

H 2 N-X-NHC0-Y-R 2 



(V) 



-> RT-C-NH-X-NHCO-R 2 



NH ( Ia ) 



US 



;£3 



production method 3 
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HzN-R 1 . + R 5 -S -C -X-NHCO-Y-R 2 

II 

NH 

WO (711) 



> R^NH-C-X-NHCO-R 2 

II - 
NH 

(lb) 

; 4 production method 4 

R 1 -A-X-NH 2 + Cl-C-Y-R 2 

II 

o 

(in mm 



> R 1 -A-X-NHCO-Y-R 2 



(I) 

Uiit/£ 5 production method 5 
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R 1 -NH 2 + H-C-X-NHCO-Y-R 2 

II 

O 

(VI) (II) 



R 1 -NH-CH 2 -X-NHCO-Y-R 2 



(Ic) 

SSia/£ 6 production method 6 

R" 1 - C - H + H2N -X-NHCO-Y-R 2 



(X) (XI) 



-> R^CHz-NH -X-NHCO-Y-R 2 



(Id) 

7 production method 7 
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cro 



k^N -X-NHCO-Y-R 2 



(Ie) 



— $ k^/N -X-NHCO-Y-R 2 



(If) 

ISia/i 8 production method 8 

R 1 -A~X- NHCO-Y 2 -R 2 
(Ib) 



— ^ R 1 -A-X-NHCO-Y 3 -R 2 



(Ik) 



rt-a-x-nhco-y-T i— 



R 1 -A-X-NHCO-Y 
(U> 

production method 9 
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Wt ill j£ 1 0 production method 1 0 

CI 

YyNHCO-Y-R 2 
(XII) 



0 




OX) 



(Ik) 



Sia/£ 1 1 production method 1 1 

o 

V C -A-X- NHCO-Y-R 2 
I 

H 2 N-NH 

(I1V) 



MeNCS 

cm 



Me 



^-A-X-NHCO-Y~R 2 



(II) 



£iil;£ 12 



production method 12 
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V A -X- NHCO-Y-R 2 



(11) 



N a NO z 



Me 



■> IT" Va-x-nhco-y-r 2 



(In) 



(it*, R 1 , R 2 , A. X fccfctf Y It. •f-ft-^ftfllfE (In Formula, as for R 1 , R 2 , A, X and Y, being same as 



tmcxfr). Y 2 l±€iS»T;u<r-b>S. Y 3 li 



XtZo 

it. mz.\t. *wmm*xm'&m\zt$^xi&w 
Uzmftmxit%tit>\znMo)mttmz'&^ 
x. m&tz>zttfx*£& 0 

it^(T). (Ia), (lb), (Ic), (Id), (It). (If), (lg). 
(Ih), (li). (Ij), (Ik), (II), (Im), (II), (III), (IV), 
(V), (VI), (VII), (VIII), (IX), (X), (XT), (XII), 

(xiii), (xrv), fcJ;tf(x\o<D#iI&i£i±Hffla> 

^stro^, mz.itT)wmm&(m*.it. 

^-h'J^AH, 2>'JOAJ£, -trv^A^H), t;u 
M±m3LBi&(Wz.\t . tDl-^lxig. 

Ai&W). 7> ; E^Ai&;£«iJ£gfc<Di&, 

mnit. Gm^&wz-it. hux^juT5> 

N,N' -v*>vJl/X^U>v7£>it?l); 

m®mmui&(m*.\i . mm^. mit^m^. a 
<•? it fcmM.ti&wa&. T^mmmy^m)^ 

y®X.\t7.)i,7*>Mtt1sat&(mz-lt . 

8%, P -h;ux>7ju*>^iIS|);i&StiXli 



respectivedescription above, as for Y as for lower alkenylene 
group, Y 3 with lower alkylene group ,as for R 6 it is a lower 
alkyl group. ). 

In for example this specification operating method which is 
explained in Working Example or following tosimilar 
operating method in those, it can produce target compound 
(I ) or its salt. 

In for example this specification operating method which is 
explained in Production Example or following tosimilar 
operating method in those, it can produce starting material 
which is used forproduction of target compound (I ) or its salt. 

compound (I ), (la ), (lb ), (Ic ), (Id ), (Ie ), (If), (Ig ), (Ih ), 
(Ii ), (Ij ), (Ik ), (II ), (Im ), (II ),(III ), (TV ), (V ), (VI ), (VII ), 
(VIII ), (IX ), (X ), (XI ), (XII ), (XIII ), (XIV ), and preferred 
salt of the(XV ) medicine with usual nontoxic with allowable 
salt , and in those the salt of base or salt, for example alkali 
metal salt of acid addition salt, for example inorganic base 
(for example sodium salt, potassium salt, cesium salt etc), 
alkaline earth metal salt (for example calcium salt, 
magnesium salt etc), the salt, for example organic amine salt 
of ammonium salt; organic base (for example triethylamine 
salt, pyridine salt, picoline salt, ethanolamine salt, 
triethanolamine salt, dicyclohexyl amine salt, N, 
N&apos;-dibenzyl ethylenediamine salt etc); inorganic acid 
addition salt (for example acetate, hydrogen bromide salt, 
hydrogen iodide salt, sulfate, phosphate etc); organic 
carboxylic acid or sulfonic acid addition salt (for example 
formate salt, acetic acid salt, trifluoroacetate, maleate, 
tartrate, methane sulfonate, benzenesulfonate, 
p-toluenesulfonic acid salt etc); basic or acidic amino acid 
(for example arginine, aspartic acid, glutamic acid etc)with 



Page 25 Paterra Instant MT Machine Translation 



WO2001068585A1 



2003-8-5 



r<£$j£:l*. ffiHcftSUEHRy » 1 flM 6 

atSDSiF- 1 Jii 4 <i£ir-f £ 3 nm s 
L<(± 5 XI* 6 s^tawaiiisuis, 
t°pu;u, t° pu-;k -rs^vu;u> twj;k 

4H-1 ,2,4- h U 7 S J 'J , 1 H-l ,2,3- h U 7 V* 'J JU . 
2H-l,2,3-hUTyU;U^<h*),-rh^y , JJK^]>t!i 
IH-xh^/'J^K 2H-xh^/U;Ufci:)s 3-HJ7 

axs ? 1 Tbs 4 fi^-r* 3 ftM 8 
l<i± 5 xi* 6 A)®ffi?naaj»3&* 

aSES* l rtM 4 fi£&tr7ttmtftX9l 
-;u, -OKU v-;u, '<>X*<5$Vy;i/, 

'J-JU, 7^7V-ik 3H-tfPP[l,2-c][l,4]*4f 
^v-JUH; 

ttftKT- 1 Xl± 2 ffl££t? 3 7i£ 8 fl(<fcy» 
£L<I* 5 Xf± 6 ft)©^fi&SiaiR*a*. fl* 



KStBS?- 1 XI* 2 fccfcl/SJUE* 1 ftS 3 fi 



you can list salt etc. 

At time of stating above and below this Specification, 
preferred example andexplanation of various definition which 
is included inside range ofthis invention are explained in 
detail below. 

If "lower " with, you do not indicate to other things, carbon 
atom of the carbon atom, preferably 1 to 4 of 1 to 6 is 
meant. 

preferred "lower alkyl " as, methyU ethyk propyk 
isopropyk butyk isobutyk tertiary butyl, you can list 
residue of alkane of carbon number 1 to 6 of pentyk 
neopentyk hexyl or other straight chain or branched chain. 



preferred "heterocyclic group " as, saturated or unsaturated 
monocyclic or polycyclic heterocyclic group which at least 
one it possesses oxygen atom, sulfur atom, nitrogen atom 
or other heteroatom is listed, it to be possible , as example, 

unsaturated complex single ring basis of 3 to 8-member 
(preferably 5 or 6-member ) which possess nitrogen atom 1 to 
4,for example pyrrolyl % pyrrolinyl s imidazolyl , 
pyrazolyk pyridyk dihydro pyridyk pyrimidinyk 
pyrazinyk pyridazinyk triazolyl (for example 4H-1,2, 4- 
triazolyk 1H-1,2, 3- triazolyk 2H-1,2, 3- triazolyl etc), 
tetrazolyl (for example lH-tetrazoiyk 2H-tetrazolyl etc), 3 
-triazole thionyk triazinyl etc; 

saturated heterocyclic single ring, for example pyrrolidinyl s 
imidazolidinyk bipyridyk piperazinyl etc of 3 to 8-member 
(preferably 5 or 6-member ) which possess nitrogen atom 1 to 
4; 

unsaturated condensed heterocyclic group, for example 
indolyk iso indolyk indolinyk indolidinyk 
benzimidazolyk tetrahydro benzimidazolyk quinolinyk 
isoquinolinyk tetrahydro isoquinolinyk indazolyk 
benzotriazolyk quinazolinyk quinoxalinyk phthalazinyk 
3H-pyrrolo [1 and 2 -c ] [1 and 4] oxazinyl etc which includes 
nitrogen atom 1 to 4; 

sulfur atom 1 or 2 unsaturated complex single ring basis and 
for example thio phenyl , dihydro di jp8 Ni jp 1 1 etcof 3 to 
8-member (more preferably 5 or 6-member ) which are 
included; 

unsaturated complex single ring basis and for example benzo 
thiazolyk benzo thiadiazolyl etc which include the oxygen 
atom 1 or 2 and nitrogen atom 1 to 3; 
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sulfur atom 1 or 2 and unsaturated complex single ring basis 
of 3 to 8-member (more preferably 5 or 6-member ) 
whichinclude nitrogen atom 1 to 3 and for example thiazolyk 
thiadiazolyl (for example 1,2, 3- thiadiazolyU 1,2, 4- 
thiadiazolyU 1,3, 4- thiadiazolyU 1,2,5-thiadiazolyl etc) etc; 

sulfur atom 1 or 2 and unsaturated condensed heterocyclic 
group v for example indeno [3 and 2 -d ] thiazolyi etc which 
includes nitrogen atom 1 to 3; 

oxygen atom 1 or 2 and unsaturated complex single ring basis 
of 3 to 8-member (more preferably 5 or 6-member ) 
whichinclude nitrogen atom 1 to 3 and for example oxazolyU 
isooxazolyl etc; 

oxygen atom 1 or 2 and saturated heterocyclic single rings 
for example morpholinyl etc of 3 to 8-member (more 
preferably 5 or 6-member ) which include nitrogen atom 1 to 

3; 

oxygen atom 1 or 2 and unsaturated condensed heterocyclic 
group % for example benzo isooxazolyl etc which includes 
nitrogen atom 1 to 3; 

oxygen atom 1 or 2 unsaturated complex single ring basis and 
for example chromene etc which areincluded; such as can be 
listed. 

preferred "Condensation phenyl group " as, you can list 
fluorenyU naphthyU indolyU carbozolyU 2, 3- 
cyclopenteno indolyU 2, 3- dihydro benzo [b ] ^rfet? — 
jplU 2, 3- dihydro benzo [b ] jp8 epitaxy Ni jpl k 
chromene etc. 

preferred "nitrogen containing heterocyclic ring bivalent 
group " as, at least one which it possesses heteroatom of 
nitrogen atom the saturated or unsaturated monocyclic or 
polycyclic heterocyclic group is listed, it to be possible , as 
example, 

unsaturated complex single ring basis of 3 to 8-member 
(preferably 5 or 6-member ) which possess nitrogen atom 1 to 
4,for example fc° jp9 di Ni ream and fc? jp9 5 di Ni ream 
etc; 

saturated heterocyclic single rings for example fc D/ <^ diNi 
ream etc of 3 to 8-member (preferably 5 or 6-member ) which 
possess nitrogen atom 1 to 4; 

unsaturated condensed heterocyclic group * for example iso 
indol Ni ream etc which includes nitrogen atom 1 to 4; such 
as it is listed. 

preferred "lower alkenylene group " as, straight or branched 
chain alkenylene * for example viny lene * 1 - propenylene s 
isopro ream which possesses the carbon atom of 2 to 6, 
you can list 1 -butenylene* 2- butenylene* 1- pentenylene* 
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1- hexenylene, etc you can list those where2 to 4 has carbon 
atom as desirable ones among those, can list particularly 
preferably vinylene or isopro ream. 



preferred "lower alkylene group " as, you can list straight or 
branched chain alkylene N for example methylenes 
ethylene * trimethyiene, propylene % tetramethylene % 
pentamethylene> hexamethylene^ dimethyl methylene etc 
whichpossesses carbon atom of 1 to 6, you can list those 
which possess the carbon atom of 1 to 4, as desirable ones 
among those can list particularly preferably methylene. 

"optionally substituted heterocyclic group " Or lower alky I 
group (You can list those which were illustrated first. ), lower 
alkoxy group (Y ou can list for example methoxy s ethoxy v 
propoxy> butoxy N t-butoxy^ pentyloxy^ 4- methyl 
pentyloxy^ hexyloxy etc. ), halogen group (Y ou can list for 
example chloro x bromOs fluorOs iodo. ), trihalo (lower ) 
alkyl group or di halo- (lower ) alkyl group (You can list 
those which lower alkyl portion and halogen portion 
illustrated first. ), heterocyclic group (You can list those 
which were illustrated first. ), lower alkyl amino group (Y ou 
can list for example dimethylamino etc. ), lower alkyl 
sulfonyl amino group (You can list for example methyl 
sulfonyl amino etc. ), the lower alkanoyl group (Y ou can list 
for example acetyU propanoyl etc. ), lower alkanoyl amino 
group (You can list for example acetylamino etc. ), oxide 
groups oxo groups thioxo basis can be listed as preferred 
substituent in the" optionally substituted phenyl group ". 



Rather than in "optionally substituted heterocyclic group ", 
lower alkyl group (Y ou can list those which were illustrated 
first, can list preferably methyl. ) can be listed as preferred 
substituent. 

In R 2 , "optionally substituted condensation phenyl group ", 
rather than or "optionally substituted phenyl group or in 
"optionally substituted thienyl group ", halogen group (Y ou 
can list those which were illustrated first, can list preferably 
fluoro or chloro. ), the trihalo (lower ) alkyl group (You can 
list those which were illustrated first, can list preferably 
trifluoromethyl. ), lower alkoxy group (Y ou can list those 
which were illustrated first. ), lower alkyl group (You can list 
those which were illustrated first. ), cyano groups thienyl 
groups halo- thienyl groups phenyl groups halophenyl 
groups lower alkylation phenyl group (Y ou can list for 
example 1- methyl -1- phenylmethyl etc. ), lower alkane 
sulfonyl group (Y ou can list those which were illustrated 
first. ) can be listed as preferred substituent. 
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first. ) can be listed as preferred substituent. 

In X, "optionally substituted phenylene group ", or lower 
alkyl group (Y ou can list those which were illustrated first. ), 
halogen group (Y ou can list those which were illustrated 
first. ), lower alkoxy group (Y ou can list those which were 
illustrated first. ), the trihalo (lower ) alkyl group (Y ou can list 
those which were illustrated first. ), heterocyclic group (You 
can list those which were illustrated first. ), lower alkyl 
sulfonyl amino group (You can list those which were 
illustrated first. ), cyano group can be listedas preferred 
substituent in "optionally substituted nitrogen containing 
heterocyclic ring bivalent group ". 

You explain below concerning embodiment of compound (I ). 

As example where compound (I ) is desirable, 

R 1 imidazolyU pyridyU isoquinolinyU thiophene* 
phenyk ^ with >V thia V*— jplK thiazolyk 
pyrazolyU oxazolyk chromene s benzimidazoNijplk 
indolyk isoquinolyk piperazinyU triazolyk 
pyrimidinyU leaflet dinyk isooxazolyU triazinyU 
pyridazinyU thiadiazolyk benzimidazolyk benzo 
isooxazolyl , 

R 2 being fluorenyk naphthyk indolyU carbozolyk 2, 3- 
cyclopenteno indolyk 2, 3- dihydro benzo [b ] ^^-fetf— 
jpl U 2, 3- dihydro-benzo [b ] jp8 epitaxy Ni jpl k 
chromene , 

A formula: 

-(CH 2 )t-(0)<sub>m- 
Or 



R 3 R R 

\/ 1 
-(C)p-N-(CO)n- 



R 3 fccktf R 4 \*im. XI4-$tlc£oT-f S/S 

R s I***, 
1 1*0,1 XI* 2, 

p. m fccfctf n li^ft-fft 0 XI4 K 

X tftf'Jv-UX 7i-b>s tfU=v-L^ t° 



So with group which is shown, 

R 3 and R 4 hydrogens or becoming simultaneous, form the 
imino group, 

As for R 5 hydrogen* 

As for 1 0 and l or 2* 

p» m and n respectively 0 or U 

X t° jp9 di Ni ream, phenylene* fcf jp9 5 di Ni ream, fcf 
^7 di Ni ream and iso indol Ni ream, and 
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As for Y, you can list compound and its salt which are 
shownwith vinylene* 1- propenylene* methylene or 
ethylene. 

Furthermore as desirable example, 

In unsaturated complex single ring basis which includes 
nitrogen atom 1 to 4 where R 1 has lower alkyl group of 
phenyl group* 1 to 3, 

With indolyl* carbozolyl which possesses lower alkyl group 
of phenyl groups 1 to 3 where R 2 has trihalo (lower ) alkyl 
group, 

A connection or formula: 



R 3 R* R 5 

\/ I 
-(C)p-N-(CO)n- 



R 3 fc«fctf R 4 A<-ftlCfcoT-fS/»*#filL 

R 5 tf7kJt* 

ptf KnA<0, 

v*££-fs?i-b>** 

*«W©I«<b*«B(i)a>»ifta 1-12 IZOIn 

B«Hbfc»(i)Xi«-a>ttte» fcfc*j(n)Xtt* 
a>££* •lb^^(m)Xli^roiit5iS^-fr, 7S 

^;u7-feh75h\ 7-tzh>* T-bh-r-'J^. <?n 
p*/ua* &it*^is>. (Hbifi/>, P&x 

tf'J v>* MJx^;U75>* /<>-tf>^0 

SiSli* 7;u*'J4Kftil*» 7;u*«J4Ji« 

gt&H* MJ(W7;U*;U75>(0i|*tfHJx 

*;u7S>fc£), tfjv>* s?/^;u7S/e'J5/ 
>* N-(«tt)7;u*ju*;u*u>» n,n-v( 



So with group which is shown, 

R 3 and R 4 becoming simultaneous, imino group is formed, 
R s hydrogen* 
p l,n0, 

X halogen of 1 to 3 and phenylene group* which possesses 
the lower alkoxy group 

And 

You can list compound and its salt where Y is shown 
withconnection or vinylene. 

Furthermore you explain in detail below concerning 
production method 1-12 of the target compound (I ) of this 
invention. 

production method 1 

target compound (I ) or its salt, reacting with compound (III ) 
or its salt, can produce the compound (II ) or its salt, by 
attaching on amidation reaction. 

This reaction usually is done in usual organic solvent which 
does not cause adverse effect to water and methanol* 
ethanol* propanol* diethyl ether* dioxane* 
tetrahydrofuran* N, N- dimethylformamide* 
dimethylacetamide* acetone* acetonitrile* chloroform* 
methylene chloride* ethylene chloride* ethylacetate* 
pyridine* triethylamine* benzene or other reaction or in 
mixture of those. 

Reaction, alkali metal carbonate salt and alkali metal 
bicarbonate, tri (lower ) alkyl amine (for example 
triethylamine etc), it can do also pyridine* dimethylamino 
pyridine* N- (lower ) alkyl morpholine* N, N- di (lower ) 
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alkyl benzylamine or other inorganic base or to execute 
underexisting of organic base. 

Reaction can also execute under existing of usual condensing 
agent. 

As example of condensing agent, N, N&apos;-dicyclohexyl 
carbodiimide; N- cyclohexyl-N&apos;-morpholino ethyl 
carbodiimide; N- cyclohexyl-N&apos;- (4 -diethyl amino 
cyclohexyl ) carbodiimide ;N, N&apos;-diethyl carbodiimide* 
N, N&apos;-diisopropyl carbodiimide* ; N- ethyl-N&apos;- 
(3 -di- methylamino propyl) carbodiimide* 1- ethyl-3- (3 
-dimethylaminopropyl ) carbodiimide ;N, N&apos;-carbonyl 
screw- (2 -methyl imidazole ); the pentamethylene ketene-N- 
cyclohexyl imine; biphenyl ketene -N- cyclohexyl inline; 
ethoxy acetylene; 1- Al l#kokisi-l-x (phosphoryl chloride ); 
phosphorus trichloride; diphenyl phosphoryl azide; thionyl 
chloride; oxalyl chloride; halo- formic acid lower alkyl (for 
example ethyl chloroformate* chloroformic acid isopropyl 
etc); triphenyl phosphine; 2- ethy 1-7 -hydroxy 
benzoisooxazolium salt; 2- ethyl-5- (m-sulfo phenyl ) iso 
oxazolium hydroxide * intramolecular salt; benzotriazole -1- 
yl-oxy- HJ Su (dimethylamino ) phosphonium hexafluoro 
/fcv fur jp7; 1- (p- chlorobenzene sulfonyloxy ) - 6 
-chloro-lH-benzotriazole;N, N- dimethylformamide and 
so-called Vilsmeier reagent; etc which is manufactured with 
reaction with thionyl chloride s phosgene * trichloromethy 1 
chloroformate* phosphorus oxychloride etc can belisted. 
chloro ethylene; trialkyl phosphite; poly ethyl phosphate; poly 
isopropyl phosphate; phosphorus oxychloride 



reaction temperature especially is not limited. Usually, it is 
done under room temperature or heating. 

It can execute reaction of this method, with method 
whichcorresponds to usual method or later mentioned 
Working Example. 

production method 2 

target compound (la ) or its salt, reacting with compound (V ) 
or its salt, can produce the compound (IV ) or its salt, by 
attaching on condensation reaction. 

This reaction usually is done in usual organic solvent which 
does not cause adverse effect to water and methanols 
ethanol* propanol* isopropyl alcohoU diethyl ether* 
dioxane* tetrahydrofuran* N, N- dimethylformamide > 
acetone* acetonitrile* chloroform* methylene chloride ^ 
ethylene chloride* ethylacetate* pyridine* triethylamine* 
benzene or other reaction or in mixture of those. 
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Reaction can also execute under existing of formic acid* 
acetic acid* propanoic acid* trichloroacetic acid* 
trifluoroacetic acid* methane sulfonic acid* hydrochloric 
acid* hydroiodic acid* hydrobromic acid* sulfuric acid or 
other organic acid or inorjganic acid. 

reaction temperature especially is not limited. Usually, it is 
done under room temperature or heating. 

It can execute reaction of this method, with method 
whichcorresponds to usual method or later mentioned 
Working Example. 

production method 3 

target compound (lb ) or its salt, reacting with compound 
(VII ) or its salt, can produce the compound (VI ) or its salt, 
by attaching on condensation reaction. 

This reaction usually is done in usual organic solvent which 
does not cause adverse effect to water and methanol* 
ethanol* propanol* diethyl ether* dioxane* 
tetrahydrofuran* N, N- dimethylformamide* acetone* 
acetonitrile* chloroform* methylene chloride* ethylene 
chloride* ethylacetate* pyridine* triethylamine* benzene 
or other reaction or in mixture of those. 

production method 4 

target compound (I ) or its salt, reacting with compound 
(VIII ) or its salt, can produce the compound (II ) or its salt, 
by attaching on amidation reaction. 

Those which are expressed with production method 1 it does 
this method,substantially with same method, because it is 
possible , the reaction method and reaction condition (for 
example solvent* reaction temperature etc) can invoke 
explanation of production method 1. 

production method 5 

It can produce target compound (Ic ) or its salt, compound 
(VI ) or its salt, by reactingwith compound (IX ) or its salt. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 122. 

production method 6 

It can produce target compound (Id ) or its salt, compound 
(X ) or its salt, by reactingwith compound (XI ) or its salt. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 92. 

production method 7 
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target compound (If) or its salt can produce compound (Ie ) 
or its salt by attaching on the hydrogenated. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 100. 

production method 8 

target compound (Ih ) or its salt can produce compound (Ig ) 
or its salt by attaching on the hydrogenated. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 108. 

production method 9 

target compound (Ij ) or its salt can produce compound (Ii ) or 
its salt by attaching on the hydrogenated. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 194. 

production method 10 

target compound (Ik ) or its salt can produce compound (XII ) 
or its salt by reacting with the compound (XIII ) or its salt. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 99. 

production method 1 1 

target compound (II ) or its salt can produce compound (XIV ) 
or its salt compound (XV ) with byreacting. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 2 09. 

production method 12 

target compound (Im ) or its salt can produce compound (II ) 
or its salt by reacting with the sodium nitrite. 

This method is done with method which corresponds to usual 
method or later mentioned Working Example 2 10. 

Reaction can also execute under existing of formic acid* 
acetic acid* propanoic acid* trichloroacetic acids 
trifluoroacetic acid* methane sulfonic acid* hydrochloric 
acid* hydroiodic acid* hydrobromic acid* sulfuric acid or 
other organic acid or inorganic acid. 

reaction temperature especially is not limited. Usually, it is 
done under room temperature or heating. 

It can execute reaction of this method, with method 
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zo>ck5icLT#t>HfcgM<b^ifei(i)i*. mm 
@ mmx\[m*-\z 

j; v # m gp a <i i c m m t « & a * © a 

*fc*lM£*|»l::*t-r* 5-HT ttttfflil/C*! 

umit^o 5-HT K «*»iftic»-r*««ptt 

C(D^^I*»/^/7.(Pazos)HlCj;oTa984 *f 
\zm®iO)l5&itf'i7t>tlXl^c 

mmMfc(500ti l)^[ 3 H]->7. : 7-=¥ : >(lnM)i:* 
IC % ^b^;UvOA4mMtTX3;Ut*>^0.1% 
»*££t?HMttKttft»(pH7.4ye 37 deg C 
T*30 »IH*SlLfc. 



30nM<DX£^D>A<5-HT 2A 8P&'^6>l£££l& 

K86ft^*(10-*M)(* lOOiill* 0AlK.&4x%. 
1000/ilT?fc4. 



2003-8-5 

whichcorresponds to usual method or later mentioned 
Working Example. 

As for target compound (I ) of this invention, usual method. It 
can isolate and can refine with for example extraction, 
precipitation and fractional crystallization* 
recrystaliization* column chromatography etc. 

It changes target compound (I ) which it acquires in this way, 
into its salt with usual method it is possible . 

target compound (I ) and its salt includes solvophilic [for 
example inclusion compound (for example hydrate etc)]. 

target compound (I ) of this invention 5 -HTantagonist 
action* to show pharmacological activity especially 
5-HT2cantagonist action way, therefore, anxiety symptom and 
depression coercion neurologic disease* migraine* loss 
of appetite* Alzeheimer&apos;s disease* sleep alteration* 
multi food symptoms, It is useful panic seizure or other 
central nervous system (CNS ) disorder; coca yne* ethanol* 
nicotine and disorder or other treatment which it isrelated to 
withdrawal; schizophrenia; or head damage etc like spine 
damage and/or hydrocephalus with drug abuse like 
benzodiazepine 6r as 5 -HTantagonist for prevention. 

In order to show^ usefulness of target compound (I ) of this 
invention, pharmacological activity of representative 
compound of this invention is shown below. 

test method 

[<sup>3H ] -scalpel l#ra-l#gin connection 

In affinity test compound for 5 -HT 2 cbinding site, front part 
frontal lobe cortex of rat it candecide by compatibility of 
l#ra-l#gin [<sup>3H ] -scalpel evaluation doing. 

As for this method, similar method is done, in 1984 with such 
as/<7X (Pazos). 

film suspension (500;mu 1 ) [<sup>3H ] -scalpel with 
l#ra-l#gin (1 nM ), with tris hydrochloric acid gentleMamoru 
liquid (pH 7.4 ) which includes calcium chloride 4 mM and 
ascorbic acid 0.1% solution 30 min wascultured with 37 deg 
C. 

Non- specific connection is measured under existing of 
mianserin (l;muM). 

It is used because spiperone of 30 nM prevents connection to 
5-HT2Asite. 

test compound (10 <sup>-6M ) is added 100;mu 1 at a time, 
total weight is 1000;mu 1. 

Culture Bu run -r Roussel l#ha-l#besuta-q#wo using, ended 
with high speed filtration, measured radioactivity due to 
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ttitib** 

(a)(3E)-N-[3-(^5^l/-;U-l-'f;U)^x-;U]^- 
7i^-3-3^>7Sh* 

Rises 

C$13 



scintillation measurement method, 
test compound 

(a ) (3 E ) -N- [3 - (imidazole -1- yl ) phenyl ] - 4 -phenyl-3- 
butene amide 

test result 

test result is shown in Table 1 . 
[Table 1] 



ft** 


M*(X) 


(a) 


82 



*1*(I)33J:i;*a)*l*.«Pa).*SLMilll* 
li«f«0>H{*:ttXI*attia»»ia)«J:5ftEII 



fi±, valS, -tz^ 

>, *£±aiu *u-:?»* 

HttlCl*.— HfefcU O.Olmg frbSft 500mgH 

0.05mg, O.lmg, 0.25mg, 
0.5mg, lmg, 20mg, 50mg, lOOmg tLTffll^b 



§J[jil#] 1 Production Example 1 



With dosage objective of treatment or prevention, oral, or, 
ormixing with acceptable support on medicine a solid state of 
organic or inorganic which issuited for dosage of external use 
or like liquid state diluting agent from outside bowel, you can 
use compound of this invention (I ) and its salt, with form of 
usual medicine formulation which contains said compound as 
the active ingredient. 

As medicine formulation, you can list solid, or solutions 
suspension, syrup* emulsion* lemonade or other liquid 
like the tablets* sugar-coated tablet, granule, capsule. 

In according to need, above-mentioned formulation, 
additive, for example lactose, citric acid, tartaric acid, 
stearic acid, magnesium stearate, kaolin, sucrose, corn 
starch, talc, gelatin, agar, pectin, peanut oil, olive 
oil, cacao butter and ethylene glycol etc where auxiliary 
agent, stabilizer, lubricant, or other things is used 
generally, it is possible tocombine. 

dose of compound (I ) changes age of patient and kind, of 
disease, disorder with kind of compound (I ) which is 
applied. 

Generally, approximately 500 mg extent are prescribed to 
patient fromone sunlight 0.01 mg. 

It can use to treatment of disease, target compound (I ) of 
invention, asflat uniform time dose approximately 0.05 mg, 
0.1 mg, 0.25 mg, 0.5 mg, 1 mg, 20 mg, 50 mg, 100 mg. 

Below, following to Production Example and Working 
Example, furthermore you explain this invention in detail. 



3 - (dimethylaminopropyl ) - 3 
-ethyl carbodiimide * acetate. 
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J*U SSL. @iLfc 0 KHflW^SgSU N-(3--hP7x-;up 
x^JU7-fet*75K£ftfc. mp:133-134 deg 
CIR(KBr):3242,1657cm-'MS:257(M+l)NMR(DMSO, 6 ):3.70(2H,s), 
7.20-7.38(5H,m), 7.60(lH,dd J J=8.2Hz,8.2Hz), 7.88-7.95(2H,m), 
8.63(lH,dd,J=2.1Hz,2.1Hz), 10.66(lH,br s)§?ii0l] 2 N-(3--hP^x^;U)7 
x_;U7-feh75h\ fttlk ikitTy^-^A. x$/-;U, 7K0>;I£!fel£iI 

#8U ttft^ U>-CttffiLfc(2 @). ^*fc*HltW|7W'> 
AT?ft«*-frs »«*B*Lfc. *>'J*yjU*7A^P-7h^7-f-(^b^ 

*b>/y*/-,ju/7>^-7)T?*&SU *i*-e>*/— ju-esiSBU N-(3- 

7;;7i-;l/)7i-^7-tK7 5K^^f:„ mp:141-142 deg 
CIR(KBr):1678cm" , MS:227(M+l)NMR(DMSO ) 6 ):3.58(2H,s), S.03(2H,s), 
6.23(1 H,d,J=7.8Hz), 6.68(lH,d,J=7.7Hz), 6.80-6.96(2H,m), 



7.18-7.42(5H,m), 9.82(lH,s) 7C 



ft If fit 



+(H 2 0) 1/5 :C;73 > 15,H;6.31,N;12.19 HUfit :C;73.37,H;6.17,N;12.26 ISittfiJ 3 
Hfiffl 1 tmm~LX 3--hP7xU><>;WJ£&frbN-(3-^P?x^;i,) 
y-f«ll75K£ftfc. mp:162-164 deg 
CIR(KBr):3354,1687,1627,1550cm- , MS:269(M+l)NMR(DMSO, 
«5 ):6.82(lH,d,J=15.8Hz), 7.40-7.58(3H,m), 7.60-7.71(4H,m), 
7.91-8.03(2H,m), 8.76(lH,dd,J=2.1Hz,2.1Hz), 10.72(lH,br s)§gji0ij 4 S& 
0"] 2 «tP5^|cLr N^-TSy^i-^^-fftiTSK^Ufc. 
MS:239(M+l)NMR(DMSO, <5 ):5.09(2H,br s), 6.28(lH,d,J=7Hz), 
6.77-7.04(4H,m), 7.35-7.68(6H,m), 9.87(lH,s)§iiI®l 5 l-!7;U;tP-3-3— h' 
-5--hO^>4f>(2.45g)s l > 2-i//^^U'f5^ 4 /-;i/(1.77g), &K*'J^A 
(2.54g), fftt/^7^^A0IX103nig)AO! N,N-^>f-;U*;UA75K(60ml) 
©S^**«^TI= 140 deg CI? 14B#|HiD!»Lfc. ft*)*. SJES^tt* 
*(100ml)tflca^. H^X^;U(100ml)-C 2 ElttffiLfc. ttttl}ft*^*3 
7K(200ml)-C' 2 @t**7K(100ml)-C**Lfc. ^WLfcWltJI**!! 
ATfftfcU Stt«T?KfeU atiBLfc. at»©»«£»£LT 

**;U7;Ua— ^"C»HiU 5-(3-^;U^P-5--hP7x^;i/>l,2-v.jt : 5 L ;U 
-1H- -f 5 y V - (l.Olg) $ It 6 IS A t L T ft fc „ 
MS:236(M+l)NMR(DMSO, 5 ):2.37(3H,s), 3.62(3H,s), 7.17(lH,s), 
7.8-7.9(1 H,m), 8.O-8.2(2H,m)iJii0y 6 5-(3-^;U^P-5--hP7x^;U)-l,2- 
i>*?)\"m-<<s.?y— ;U(400mg)a)^ : ? 1 ^7;Ua-;K5ml)?§jSlC-M-iJO 
A^h^vhV^y-^Ufl) 28%J§;"S)(1 .64g)^JPxfc. Sfcfc£iB3lET 44 & 
HilDt&Lfc. JR(SS£*B**(30iiil)«l»l::ai?. itl£x^U(30ml) 

t«<b/^b>(30ml)-CttaLfc.»«lLfcWaB(D»«*9*L-C!SaS 

ft, *>'j*y^ffli^p-7h^7-fic«fcyni«L, «fty^i^>-^;u 
7;ua-;u^aiL.3Ki,2-v^^-iH-'rs^ v y-;i'-5-'(;i.)-5--hP^x 

- ;U ( > f- ;U ) X - =f )\, (220mg) ^HfelS&tLTft/ro 
MS:248(M+l)NMR(DMSO, 5 ):2.37(3H,s), 3.59(3H,s), 3.93(3H,s), 
7.08(lH,s), 7.4-7.5(lH,m), 7.6-7.7(lH,m), 7.7-7.9(lH,m)g[ii0l) 7 3-(l,2-v 
> 5 1 ; U - 1 H- -f 5 ? '/ — ) I* -5 - -f ) U )-5 - X h P 7 1 - ; U ( * 5 1 J U ) X — =r ) U 
(208mg)w ! 514^(3l2mg)i:^h : 5tKP7 : 7>(3.lml)<7);l^!fel|C^^bm- 
ffc-6 *|Pft(21mg)fctK7S/>"l *fO^(0.3tml)£aQxfc.*(D;E£t]£ 
80 deg C T? 1 B#|HHnJfcLfc. fiS&»£toa>»»£H4Lfc. ftb 

:hfcM£BI|x*JK40Dil)-C#RU 7Kr*(2[H], #30ml)<!:^7K(20ml) 
-C*ft;$L7i 0 »»Lfc*«»*«»-7y*i/^A-C<£JftL» ttiLfc. 
05§li^B*t>3<l,2-v^;U-lH--r5^ x /-;U-5--r^)-5-^h^rv7xiJ 



methylene chloride mixture, 
overnight was agitated with room 
temperature. It diluted with 
ethylacetate, saline, dilute 
hydrochloric acid (thrice ), water 
and dilute sodium hydroxide 
aqueous solution (thrice ),sequential 
washed with saline, dried with 
magnesium sulfate, 
filtered,removed. recrystallization it 
did from ethylacetate, acquired N- 
(3 -nitrophenyl ) phenyl acetamide. 
mp:13 3- 134 deg CI R (KBr ): 
3242 and 1657 cm 'MS:257 (M+l ) 
nmr (DMSO,;de): 3.70 (2 H,s ), 
7.20-7.38(5 H,m), 7.60(1 
H,dd,J=8.2 Hz,8.2 Hz ), 7.88 - 7.95 
(2 H,m ), 8.63 (1 H,dd,J=2.1 Hz,2.1 
Hz ), mixture of 10.66 (1 H,br s ) 
Production Example 2 N- (3 
-nitrophenyl ) phenyl acetamide, 
iron powder, ammonium 
chloride, ethanol, water was 
heated 1 hour under reflux. It 
cooled in room temperature, it 
filtered through celite, washed with 
the methanol, removed. It melted in 
methylene chloride and dilute 
sodium hydroxide aqueous solution. 
It separated, extracted with 
methylene chloride (twice ). Drying 
organic matter which it adjusts with 
magnesium sulfate, it removed the 
solvent. It refined with silica gel 
column chromatography (methylene 
chloride/methanol/ammonia ), 
recrystallization did next with 
methanol,acquired N- (3 -amino 
phenyl ) phenyl acetamide. 3 
-nitroaniline and N- (3 
-nitrophenyl ) cinnamic acid amide 
was acquired from cinnamic acid 
mp:14 1- 142 deg CI R (KBr): 
1678 cm"'MS:227 (M+l ) nmr 
(DMSO,;de): 3.58 (2 H,s ), 5.03 (2 
H,s ), 6.23 (1 H,d,J=7.8 Hz ), 6.68 
(1 H,d,J=7.7Hz),6.80 -6.96(2 
H,m ), 7.18 - 7.42 (5 H,m ), 9.82 (1 
H,s ) elemental analysis: calculated 
value+ (H 2 0 ) 

<sub>l/5:C;73,15,H;6. 31,N;12.19 

actual measured 

value:C;73 .37,H;6. 1 7.N; 1 2.26 
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>(186mg)£$£gi<tLT*§fco MS:218(M+l)NMR(DMSO, S ):2.32(3H,s), 
3.49(3H,s), 3.68(3H,s), 5.20(2H,br s), 6.0-6.3(3H,m), 6.74(lH,s)Mia0l| 8 h- 
'J7JU^-P^(8.0g)^ 2-!?P ; E-6-'5>on-4--hP7- l J>(lO.Og)0) N,N-V 
*?)i>*)l> A75K(80ml)tK <%^X\ ffi^^h l JOA(2.88g)(D7K(5ml)4 1 
Itetltzffll&OBmto&MT! 1 B#M*#Lfc. E^KHJ 
XTJU75>(12.1g)£J}Q;u£blr 1 RMilftU 

;K400ml)t*(300ml)(DF B lT'^iBLfc, ^IXLfc^l^ lNltltT*(2S. 
200ml), *(200ml)&tft&fQ&&7k(100ml)-eft;$U BtM^*^^ A 

L^^P7h^^-|c c J;i-Jf|iJLP^x^ J ll/-^-9->T'j§aiL,3-^P 
^E-5->7 P P - h P K> -tf>(2.5g)£ J&ftfefS S <t LT#fc „ NMR(DMSO, 
5 ):8.29(lH,dd,J=1.8Hz,1.8Hz), 8.32(lH,dd,J=2.0Hz,1.9Hz), 

8.38(lH,dd,J=l .9Hz,l .8Hz)§SI&#) 9 Pit/ ^7vO A(II)(1 19mg)£ 3-^ P^E 
-5--i7PP-hP^>if>(2.5g). l,2-v^^;i^fSyv*-;U(2.03g)R^KIt* 
U^A(2.92g)0> N,N-v^^;^;UAT5K(50ml)i^|cM;ar*iPx, 
fc»fiBaS** 140 deg C X 3 BSIHHH*Lf=. ^KfrfilgL 
£*(200ml)fc»il , X^jl,(2 iL & 100ml)lC^|BLfc o A 
(2 0, «• 100ml)<tt&fO&l£*(100ml)-eifc;tU 

^Ls5-(3-^PP-5-xhP7xn;i/)-l,2-v^ i ? 1 ;U-lH-1'5^' 1 /-;K1.53g)^ 
ft IS H t L X % tz o MS:252(M+l)NMR(DMSO, 6 ):2.37(3H,s), 
3.61(3H,s), 7.17(lH,s), 8.00(lH,dd,J=1.7Hz,1.7Hz), 

8.17(lH,dd,J=1.9Hz,1.7Hz), 8.22(lH,dd,J=2.OHz,2.OHz)§li£0l| 10 5-(3-^P 
P-5-^hP7x^jl,)-l ) 2-i/> : ? : -;U-lH-^5^y-;U(13.6g)a)X^y-;u 
(272nd)£7K(136ml)£(DS£^$ICi&<b7> : E-^A(1.45g), 
(27g)i:ifcf&(9.05g)£ 70 deg C T?»#Lfcj&<e, JB*.fc. MTUM** 2 l$|H] 
lltfco RlS}1&*B*>fr9U »l|x^;U(500ml)-C#«lL, -fe^-f KCJi 
ilU »«£*B*Lfco »e>*lfc»a* IN H»(200ml)T»$&fllU E<b>* 
b>(3 EL =& 100ml)T*ft;$U W7miti-\->)OAmfeXT)l,1ym\~L. 
mt**\s^(3 llk£ 100ml)-eftffiLf=oW«B^*5l±sfi6Sl7^i/ 

-^JUT'l»^L.3-^PP-5-(l,2-i/^;U-lH--<5^l/-;U-5-'r;U)T- l J> 
(4.8g)£ ^Hfe^altLr^fco MS:222(M+l)NMR(DMSO, <5):2.32(3H,s), 
3.50(3H,s), 5.53(2H,br s), 6.5-6.6(3H,m), 6.81(lH,s)g£0"l 11 3--hP^l/ 
X7;UxtK(302mg). 4-75A2-<7PPt o Uv>(308mg)t N,N-V7<7;U* 
J IUA75K(10ml)(7)jg^^lC x m^TMS-e^-'l7A(IV)'ry^P7K+^ 
K(852mg)£;TSTLTiH;Lfco27 Btmatttfe* SJSS^^I^h'JOAh'J 
7-feMrvtf P/ vf K^-f K(2.12g)£ Jutu «*PS7 BIBI«Itf=. ^b*ifc£ 
l^;l^^^Pltx^;U(20ml)T*#^LaN7Kit^^h , J't;A5t^(2.1ml)r' 

#aiU3o »M«#Lfc.±jSLfcaiRtt*ai4Lr.ai»**(3 

20ml)T*^;tLfco #ttLf=«H*««7?*$/^AT?fc«U SliSL 

fc. aitajiH£LtjSi^ t TOx^ju-^4r-y->T?»»L, n-(3- 

^hP^>v^)-N-(2-^PP-4-t°'Jv;U)T5>(383mg)^^Bl«tLrl#fc 0 
MS:264(M+l)NMR(DMSO, 6 ):4.52(2H,d,J=6.2Hz), 6.4-6.7(2H,m), 
7.5-7.9(4H,m), 8.1-8.3(2H,m)liit^ 12 N-(3-xhO/<>v;U)-N-(2-^PP 
-4-hf ' Jv;U)7£>(264mg). ^^7> ; B- , l7A(27mg), X?-/U7;UP-;U 
(5ml),xh7tKP77>(2.5ml)i7K(2.5ml)(D; , l^!fellC-tr ; 7-l'h(270mg)i:lft 
t&(168mg)£JB tL 70 deg C T?Jf#Lfc. 2 B*MiigttT«ltfc. SJS 

*(2EU *30ml)i***(20ml)T?ifc»Lfc. #»Lfc*ttll*«ir*?* 

;U )-N-{2- ^□P-4-tf , JS?;U)75> (250mg) £ tz . 
MS:234(M+l)NMR(DMSO, 6 ):4.16(2H,d,I=5.8Hz), 5.06(2H,br s), 



Production Example 3 Production 
Example 1 to similar. N- (3 -amino 
phenyl ) cinnamic acid amide was 
acquired mp:16 2- 164 deg CI R 
(KBr): 3354, 1687, 1627 andl550 
cm-'MS:269 (M+l ) nmr 
(DMSO,;de): 6.82 (1 H,d,J=15.8 
Hz ), 7.40 - 7.58 (3 H,m ), 7.60 - 
7.71 (4 H,m ), 7.91- 8.03 (2 H,m ), 
8.76 (1 H,dd,J=2.1 Hz,2.1 Hz ), to 
similar to 10.72(1 H,brs) 
Production Example 4 Production 
Example 2. MS:239 (M+l ) nmr 
(DMSO,;de): 5.09 (2 H,br s ), 6.28 
(1 H,d,J=7Hz), 6.77-7.04(4 
H,m ), 7.35 - 7.68(6 H,m ), 9.87 (1 
H,s ) Production Example 5 1- 
fluoro-3- iodo-5-nitrobenzene (2.45 
g ), 1 and 2 -dimethyl imidazole 
(1 .77 g ), potassium carbonate (2.54 
g ), palladium acetate (II ) (103 
mg )and mixture of N, N- 
dimethylformamide (60 ml ) under 
agitating 14 hours was heated 
withl40 deg C. After cooling, you 
poured reaction mixture in water 
(100 ml ), twice extracted with 
ethylacetate (100 ml ). It adjusted 
extracted liquid, with water (200 
ml ) washed with twice and the 
saline (100 ml ). It dried organic 
layer which fraction collection is 
done with magnesium sulfate, 
decoloration did with activated 
carbon, filtered. Removing solvent 
of filtrate, you obtained residue, 
you refinedwith chromatography 
which uses silica gel, liquated with 
methylene chloride-methyl alcohol, 
5 - (3 -fluoro-5-nitrophenyl ) -1 and 
2 -dimethyl- lH-imidazole you 
acquired (1.01 g ) as yellow crystal. 
MS:236 (M+l ) nmr (DMSO,;de): 
2.37(3Hs),3.62(3H,s), 7.17(1 
H,s ), 7.8 - 7.9 (1 H,m ), 8.0 -8.2 (2 
H,m ) Production Example 6 5- (3 
-fluoro-5-nitrophenyl ) - 1 and 2 
-dimethyl- lH-imidazole sodium 
methoxide (28% solution of 
methanol ) (1 .64 g ) was added to 
the methyl alcohol (5 ml ) solution 
of (400 mg ). mixture was heated 44 
hours under reflux. After cooling, 



Page 37 Paterra Instant MT Machine Translation 



WO2001068585A1 



2003-8-5 



6.3-6.6(5H,m), 6.97(1 H,U=7.6Hz), 7.39(lH,t,J=5.8Hz), 7.79(lH,d,J=5.8Hz) 
M&M 13 5-^;U^-D-2-^K^V / O-fe*>*;U^^-7 7 5K(4.04g)(7)7-tzh> 
(22ml)4 I ^jS^I^> aO<b^K2.71ml)£MS-C*Jjnx.f:: 0 jl^&^-Bft't' 
MnUzo IB, <V^Pt°;UX-^;K22ml)^JP^. ^iSLfc&Rttfca 
ffiU -fV^PtTjbX— r-;U(3 EU #5nd)-e*i*U t^^S-D^U-l-tV 
+v^>if>*JU^5K5 1 ^-7-h-30^7K*^(6.26g)^ie@fe^^ 
tLtifc. mp:122-123 deg CMS:200( 7'J-i* +l)NMR(DMSO, 
«5 ):2.70(3H,s), 3.37(2H,br s), 3.86(3H,s), 7.29(lH,dd,J=9.2Hz,4.3Hz), 
7.43-7.53(2H,m)§8£#l 14 K-[3-[(B=m7h* ; >l3)l'tf-)l')TS.S]73L- 
;U]-2-^h^vv>^-A7SK(0.75g)IC s ftKx^JU* 4N J&^(10ml)£jJI];*. 
fc. -I^WI^MjaiCT:KiSx^;U(100ml)» IN 7KIHb:r-HJ^A(50ml)£ 

»jifc.««ij»«L. *»<t*MjoA<D*i**»»-ea»(2 @)u 

U ftilx^;u-$?x^;n— T-iu^&if eSL» N-(3-7Sy^xx;u)-2-^h 
**>5/>^-A75K(339mg)*life<eatLr»fco mp:137-139 deg 
CMS:269(M+l)NMR(DMSO, 6 ):3.88(3H,s), 5.08(2H,s), 
6.27(lH,d,J=8.1Hz), 6.75-7. 14(6H,m), 7.39(lH,dd,J=7.1Hz,7.1Hz), 
7.55(lH,d,J=7.6Hz), 7.76(lH,d,J=l 5.8Hz), 9.84(lH,s)lgi£0!l 15 N-(3-v77 
7xx;U)-2--j7PPv>^-A75K(10.19g). ^7-feh75K(13.5g). v** 
■9->(18ml)&i;4N &fti(lSml)<Di>tt-*)-^m£to& 100 deg CT?30 » 

mjnt&u-::. **(4oomi)+i=:a^» 30 «-Httfiu= 0 ±*Lfcat 

*SU Lfc 0 ttfcy^b>(500ml)-e*7'J— ttKU ai* 

U ;u(ioiiii)+"ewJ— tticu anu ju(2 

& 5ml)T*3fe&U N-[3-(7Sy*;U^^--f-»l/)7ix;i/]-2-^PPe/>-fA7 
5 K (8.13g) ^ )l 6 SS a B a t L T I fc . rapl95-197 deg 
CMS:339(M+Na)NMR(DMSO, 6 ):6.91(lH,d,J=15.6Hz), 7.35-7.60(5H,m), 
7.73-7.95(3H,m), 8.19(lH,s), 9.52(lH,s), 9.90(lH,s), 10.50(1 H,s)7E^##t: 
It^fit+(H 2 O) 0 . 4 :C;59.31,H;4.29,N;8.65 H;Ifii:C;59.37,H;4.14,N;8.66 SSig 
m 16 WE.mjTJl' 3-7S/7xx;u;fi;U/^>rh(416mg),2-2PP'!M'j£ 
$(365mg), 4-v>^;U7Sy t°'J v>(12mg), Stf^b^ b>(5ml)(Dl§ 

i-[3-(v/5 1 ;i/75y)^'Pt°;u]-3-x5 1 ;u*^7Hv'r5h*-^^^ 

(575mg)*M-CJ!lPjlfc. — BPiaffLfc. ^X^;U(50ml)T'#IRL. 
0.1N 25mI)U*l^1?*tiaWSIt**-fHJ^A* 

au ^J«£®£ U N-[3-[(H =«^h*i/*J^x;u)75/]-7ix;u]-2- 
^PP->>tA75K (0.77g) ^flfeSliSjltLtlfc, 
MS:317(M-C4H8+l)NMR(DMSO, 6 ):1.48(9H,s), 6.91(lH,d,J=15.6Hz), 
7.07(1 H,d,J=7.7Hz), 7.19(lH,dd,J=8.1Hz,8.1Hz), 7.40-7.65(4H,m), 
7.7l-7.77(lH,m), 7.85(lH,d,J=15.6Hz), 7.86-7.89(lH,m), 9.40(lH,s), 
10.27(lH,s).»Jt« 17 14 tmmzLXTti(Dit^^mtzc N-(5- 

75^-2-7^tP7x-Jl)-2-^PPv>tA75h' mp: 184-185 deg 
CMS:291(M+l)NMR(DMSO, <5 ):5.00(2H,s), 6.24-6.34(lH,m), 
6.91(lH,dd,J=l 1.0Hz,8.7Hz), 7.12(lH,d,J=15.6Hz)7.30-7.40(lH,m), 
7.41-7.50(2H,m), 7.52-7.59(lH,m), 7.72-7.79(lH,m), 7,85(lH,d,J=l 5.7Hz), 
9.76(lH,s) 7C * ft tfr : ft £ fit +(H 2 0)o.2:C;61.21,H;4.25,N;9.52 H D 
fit:C;61.13,H;3.99,N;9.38 S£0| 18 §Ji£0!l 16 iPttlCL-CTIEOMb^Ul 
^m-oN-tS-t^H^^h+v^^^x^^Syi^Jl/^P^xX/U]^-'? 
D D •> > t A 7 5 F mp:203-205 deg CMS:335(M-C 4 H g +l), 
291(M-BOC+1)NMR(DMSO, 8 ):1.48(9H,s), 7.04-7.21(3H,m), 
7.40-7 .49(2H,m), 7.53-7.60(lH,m), 7.73-7.80(1 H,m), 7.88(lH,d,J=15.7Hz), 
8.25(lH,d,J=7.7Hz), 9.41(lH,s), 9.99(lH,s) % % ft #T : It M- fiS 
+(H 2 O) 02 :C;60.90,H;5.21,N;7.10 H;Hfit:C;60.87,H;5.01,N;6.98 M&W 19 



you poured reaction mixture in 
water (30 ml ), ethylacetate (30 ml ) 
withextracted with methylene 
chloride (30 ml ). Removing solvent 
of organic layer which fraction 
collection is done, you obtained 
residue, you refined with 
chromatography which uses silica 
gel, liquatedwith methylene 
chloride-methyl alcohol, 3 - (1 and 
2 -dimethyl- lH-imidazole-5-yl ) - 5 
-nitrophenyl you acquired (methyl ) 
ether (220 mg ) as the yellow 
crystal. MS:248 (M+l ) nmr 
(DMSO,;de): 2.37 (3 H,s ), 3.59 (3 
H,s ),3.93 (3 H,s ), 7.08 (1 H,s ), 
7.4 - 7.5(1 H,m ), 7.6 - 7.7 (1 H,m ), 
7.7 - 7.9 (1 H,m ) Production 
Example 7 3- (1 and 2 
-dimethyl-lH-imidazole-5-yl ) - 5 
-nitrophenyl (methyl ) ether (208 
mg ),activated carbon (3 12 mg ) 
with ferric chloride * hexahydrate 
(21 mg ) with hydrazine * 
monohydrate (0.31 ml ) was added 
to the mixture of tetrahydrofuran 
(3.1 ml ). mixture 1 hour was 
heated with 80 deg C. After 
cooling, solvent of reaction mixture 
was removed. It diluted residue 
which it acquires with ethylacetate 
(40 ml ), with thewater (twice, 
each 30 ml ) with washed with 
saline (20 ml ). It dried organic 
layer which fraction collection is 
done with magnesium sulfate, 
filtered. It removed solvent of 
filtrate, 3 - (1 and 2 
-dimethyl-lH-imidazole-5-yl ) - 5 
-methoxyaniline it acquired the(186 
mg ) as crystal. MS:218 (M+l ) 
nmr (DMSO,;de): 2.32 Sou, 3.49 (3 
H,s ), 3.68 (3 H,s ), 5.20 Chikashi, 
6.0-6.3(3H,m), 6.74(lH,s)3 
-nitroaniline^ phenylacetic acid, 
4- dimethylamino pyridine , 1-3 
H,s 2 H,br s 
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Tl-p^x^UJUU/Wh MS:127(M-BOC+l)NMR(DMSO,<5):1.45(9H,s), 
5.00(2H,s), 6.60-7.20(3H,m), 9.01(lH,s) 7U M ft #T : 1+ M fit 
+(H 2 0)o5:C;56.16,H;6.85,N;l 1.91 H;!fiI:C;56.29,H;6.52,N;l 1.83 UigflJ 20 
§g&0>] 4 fc@«l=LTTB<Dfl:£*B* *#fc 0 4-(l ) 3-^7V*-;U-4-'OU)7= 
•J > mp:93-95 deg CMS:177(M+l)NMR(DMSO, 6 ):5.28(2H,br s), 
6.56-6.64(2H,m), 7.62-7.68(2H,m), 7.73(lH,d,J=1.9Hz), 9.08(1 H,d,J=l-9Hz) 
7C*^#r:ti-mfii:C;61.34,H;4.58 ) N;15.89 ^I1fil:C;61.29 ) H;4.53,N;15.89 
m'itm 21 £6ii'(b , J>(6.66g). v^-4r-y->(75ml)Si; N,N-vWU*;UA 
75K(30ml)fl!>S*to£8*Sffl*T 1 B#fll|«tf AMcMUi. 
«ft»tt*^&«aiLfc. ^<O»a0) = »a)-* 2-^0^-l-(4--hP7i 
x;u)x$/>(i.22g)lcto*sf#£;hfc;§j$£ l BfrMilaftLfc. M*"e>ft 
fflU *(300ml)£ftl;U KIS7<f^v^A(5g)-e+?PLf=. 1 B$|H)tt£j£L 
fcflt»**ai«U 7K(3 ElyCftfrU 4-(4--hP7i-;U)-l,3-^7l/-;U 
(1.03g) £H&<Df&l&%tLXtoti. MS:207(M+1)NMR(DMSO, 
<S):8.23-8.36(4H,m), 8.54(lH,d,J=1.8Hz), 9.29(lH,(y=1.8Hz)»iSff! 22 M 

&m 4 fcHtticLTTEOMbfcfcfcfcfc. 4-(i,3-^-9-^-;u 5--OU)7x 

'J > MS:161(M+1)NMR(DMS0, 5 ):5.45(2H,br s), 6.58-6.66(2H,m), 
7.30(lH,s), 7.34-7.39(2H,m), 8.25(lH,s) te X # fir : ft ft fit 
+(H 2 0)o25:C;65.64,H;5.20,N;17.01 H;1lfii:C;65.53,H;4.97,N;16.85 
23 ffififtl 4 i:|5]^lcLrT8B(D^^^»7;o4-(lH-e7 4 /-^-l-'r J lU) 
7 — U > MS:160(M+1)NMR(DMSO, <5 ):5.20(2H,s), 
6.42(1 H,dd,J=2.0Hz,2.0Hz), 6.58-6.67(2H,m), 7.37-7.46(2H,m), 
7.60(lH,d,J=l-5Hz), 8.18(lH,d,J=2.4Hz)§£i£#] 24 t°7 l /-;K0.82g). 4-7 
;U^-p-l--hPK>-tf>(l.41g). ftll*U^A(1.66g)ai; N,N-v^;i>* 
;UA75K(20ml)©K£*£ 110 deg C t' 4 iSIHinSmi:. #Sfl&. 7K 

(loomi)* ictti^e. i untt, ±tfLfc3tR*8*aBiu *-ea&u 

H4-=.hP7i-;U)-lH-tf7l/— JU(2.68g)*aHltfe|gSi:LT»f=. 
MS:190(M+1)NMR(DMSO, <5 ):6.67(lH,dd,J=2.6Hz,1.8Hz), 

7.89(lH,d,J=1.6Hz), 8.08-8.18(2H,m),8.32-8.42(2H,m), 8.74(lH,d,J=2.6Hz) 
Mattfi] 25 v*;U^>^vmHi|R7*5 1 ;K7.86g).4-7 i »l/^-P-3--hP7-U 
>(4.68g)&tfxh7th*P77>(60ml)?§$£ 3 BP B 1il3i£L7i„ 
U S/«J*y;Hr m^^A^PVh^Tf-lc^yfiglU ^*-tf->-B 
^x^UT^tiJLs 3S = $ft?>;U 4-7iU^-P-3--hP7xx J iU^j;U/0^h 
(9.08g) ^^tfefSaltLr^fco MS:157(M-BOC+l)NMR(CDCl 3j 
6 ):1.53(9H,s), 6.62(lH,br s), 7.21(lH ) dd,J=9.0Hz,9.0Hz), 
7.61(lH,ddd,J=9.0Hz,3.1Hz,3.1Hz), 8.14(lH,dd,J=6.4Hz,2.8Hz)§[ji^ 26 
2-(4--hP7x^;t/)-2-^VX ; ? L ;U7h;UA75K(0.64g).h;UX>(10ml). 
rtX*7***->*<b*(2nrt)©«fctt* 1 B#K^35Lfc 0 waic 
7K7K(100ml)^JjD^., ^b^U^OOml)^*. *0)Vt$LWi l )'5 AT** 

*7A<7P7h7*77-f-lcJ;iJ^il{L^^b>5 1 U>-^/-^-CjtaiL. 
5-(4-X h P 7 xx ;U)-1,3-^-^ -9" I/- ;U(0.50g)^ II ft t£ fa t L T %tz . 
MS:191(M+1)NMR(DMS0, «5 ):8.01(2H,dJ=9.0Hz), 8.03(lH,s), 
8.34(2H,d,J=9.0Hz), 8.62(1 H,s)gfii$ 27 7t>;U5JU[2-(4-XhP7xx;U)-2- 
^-4rVX^;U]7njl/=75K(0.80g)(D^/— ^(lSmO^^^^ICh'JX^jU 

75>£-jffiaD*.fco MsST? l ewia»Lfc. »»E*9SU B»x^;u^ 
bSISHL.2-(4-XhP7xXjU)-2-^-+yx ; f;U^;UA75K(0.66g)$*|fe 
€ H <h L T f# tz o MS:209(M+1)NMR(CDC1 3) 
<5 ):4.86(2H ) dd,J=4-6Hz,0.8Hz), 6.62(lH,br s), 8.11-8.20(2H,m), 
8.33-8.41(3H,m)§Sii0!l 28 2-?P ; E-l-(4-XhP7xX,/U)l$/>(2.44g)<Z> 
N^-5//^jU*;i/A75K(10ml)»ai=»M - CS/*JU5JU-f5K-i-h , J , > 
Ai£(0.95g)£*0*.7io 1 B#r B ia^L7i„7K(100ml)*lca^.P^X^;U 
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(100ml)£inMi«B£#BtU *(2 @)T?a»L. ££*T**£U %B 
■7?**>«>AT?tt»U SSL, IMi^SSLfc. fti*x*JK5ml) 

(0.83g) * * > x> |S £ Ht mtz „ MS:237(M+1)NMR(CDC1 3 , 
<5):5.12(2H,s), 8.14(2H,d,J=8.9Hz), 8.38(2H,d,J=8.9Hz), 9.05(2H,s)Mit^ 

29 S£0! 4 <!:l^^lcLTTIBa)^^^^^fc 0 4-(l-P t 5 1 ^-lH-'fS^ 4 /- 
4-^;U)7XiJ> mp:168-179 deg CMS:174(M+l)NMR(DMSO, 

6 ):3.63(3H,s), 4.98(2H,br s), 6.52(2H,d,J=8.4Hz), 7.26(lH,dJ=1.2Hz), 
7.38(2H,d,J=8.4Hz), 7.49(lH,d,J=1.2Hz) 56 & # «f : tfr # fit 
+(H 2 O) 0 15 :C;68.28,H;6.47,N;23.89 HSi|fil:C;68.24 ) H;6.35 ) N;24.02 8&0I 

30 4-(4--hP7x^JU)-lH-'f5^7— ;U(2.34g)fl) N,N-v>^;U7t-v^UA7S 
K(25ml)»}ai=. &g*U^A(l/71g)v*<D&3^b**;U(U 56ml)£iDX. 
fc 0 »C 4 B#P B 1it#Lfco **(300ml)+l::itl*f£. 30 jglfcU 7k 

5 i: L t f fc ( mp: 185-1 87 deg CMS:204(M+1)NMR(DMSO, 
«5):3.72(3H,s), 7.76(lH,d,J=l.lHz), 7.92(lH,d,J=l.lHz), 7.95-7.99(2H,m), 
8.19-8.25(2H,m)7C*»«T:lt#fil+(H 2 0)o.25:C;57.83,H;4.61,N;20.23 MM 
fit:C;57.83A4.34,N;20.26 RJfiffl 31 2-^P ; E-l-(4-xhP7x^;i/)X^>'> 
(4.88g)<h, *;U575K(20ml)®»fc* 190 deg C <Dfo®tpT* 1 B^Mtt^L 
fco **(200ml)4'lcat?» 3Ni&&(20ml)£JjDx.7= o 30#&, 
fc£at*Lfc. »7JI/*'JttlC<C**T?» *»flsW*A»«(|& 3.0g)£ 
UDtIs 30 St 9lU *Uife3*U MET 60 deg C 1*£*U 4-(4--hP 
7i-)l )-lH- -f 5 ^ »/ - ;U (2.34g) *»ft|»iiLTjlfc. 
MS:190(M+1)NMR(DMSO, 6 ):7.83(lH,s), 7.95(lH,s), 8.03(2H,d,J=8.9Hz), 
8.22(2H,d,J=8.9Hz), 12.47(lH,br s)S£ftl 32 13 tH^lrLTTie 

(D^^^fcoS-^pp^hdrv^-tf^JUt'sK^^-h-a^^b 

7K ^ tt mp:162-163 deg CMS:216( 7 'J - f* +l)NMR(DMSO, 

6 ):2.73(3H,s), 3.38(2H,br s), 3.88(3H,s), 7.32(lH,d,J=9.0Hz), 
7.63(lH,d,J=2.6Hz), 7.72(lH,dd,J=9.0Hz J 2.7Hz) 5E ^ # fir : ft g fit 
+(EtOAc) 01 :C;32.03,H;3.37,N;3.97HIi|fil:C;31.96,H;3.17 > N;4.30il3g«lj33 
MsfilH 13 fcH«tUrTE©ft***1»fc. ffA 3-<2-*nD*»-*-* •< 
;U75/)^>-tf>*;U7-<SK : f^-7-h-a0ib7k^M mp:208-210 deg 
CMS:331( 7 'J -» +l)NMR(DMSO, (5 ):2.81(3H,s), 3.44(2H,s), 
6.90(lH,d,J=15.6Hz), 7.41-7.69(5H,m), 7.76-7.83(lH,ro), 7.86-7.99(2H,m), 
8.41(lH,s), 10.72(lH > s)7C*^«T:l+i:fii:C;44.51 > H;3.51,N;6.11 H;H 
ffi:C;44.88,H;3.50,N;6.11 g|ji0>l 34 U&m 15 £l3lilCl,TTia0Mb£!$l 
£fcfc.5-$nn-2->MrS'*:'-t?>aA'#f t 3l-75K mp:145-146 deg 
CMS:202(M+1)NMR(DMSO, <5 ):3.81(3H,s), 7.09(lH,d,J=8.9Hz), 
7.42(lH,dd,J=8.9Hz,2.8Hz), 7.60(lH,d,J=2.8Hz), 9.42(lH,s), 10.09(lH,s)7C 
*#ffi:tt*tt:C;47.65,H;4.00,N;6.95 Ha"Ht:C;47.48,H;3.87,N;6.80 Sig 
01 35 lii£01 16tP«lcL-CTEa>ft^«B*»fc.N^3-75y-5-^PP7 
x )-2- h 'J 7 ;i/ 1 O > f ;i/ y > t A 7 S K mp:167-170 deg 
CMS:341(M+l)NMR(DMSO, 5 ):5.49(2H,s), 6.33(lH,dd,J=1.9Hz,1.9Hz), 
6.80-6.94(2H,m), 6.99(lH,dd,J=l-8Hz,1.8Hz), 7.55-7.95(5H,m), 10.19(lH,s) 
56 M Hi ffi : ft * fit +(H 2 O) 0 . 5 :C;54.95,H;3.75 > N;8.01 H S9 
fit:C;55.04 ) H;3.63,N;7.63 §S£0»l 36 Sfiffl 65 tHtiMcLTTSBOMb^* 
£ % tz o 5- £ P P -2- > h * V X 7 5 h* mp:137-139 deg 
CMS:186(M+l)NMR(DMSO, 6 ):3.88(3H,s), 7.17(lH,dJ=8-9Hz), 
7.52(lH,dd,J=8.9Hz,2.8Hz)7.68(2H,br s ), 7.72(lH,dJ=2.8Hz).i!ig0!l 37 §8 
£01 66 fcB«lcLTTK0Mb£*£»fc. 

V* 7 - h MS:201(M+1)NMR(DMSO, <5 ):3.79(3H,s), 3.82(3H,s), 
7.19(lH,d,J=8.8Hz) J 7.55-7.65(2H,m)§ljg0i| 38 §ii£0fl 16 <hl^tilcLTT 
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>+-A75h* mp:177-179 deg CMS:341(M+l)NMR(DMS0 5 <5):5.66(2H,s), 
6.58(lH,s), 6.86(lH,d,J=15.6Hz), 7.13(lH,s), 7.25(lH,s), 7.42-7.60(3H,m), 
7.74-7.80(lH,m), 7.78(lH,d,J=15.6Hz), 10.30(lH,s) tu M ft #T : ft g 
fiI:C;56.40,H;3.55,N;8.22 ^;1Hil:C;56.36,H;3.65,N;8.08 §Ji£0!l 39 W&M 
16 <tElilcLTTIE<7Mb£tl£#7i„ N-(3-75y-5-->7y^x^;U)-2-h'J 
7 )l t O >f Jl/ 5/ > t A 7 S h' mp:191-193 deg 
CMS:332(M+l)NMR(DMSO, 6 ):5.73(2H,s), 6.62(lH,dd,J=1.6Hz,1.6Hz), 
6.86(lH,d,J=15.4Hz), 7.16(lH,d,J=1.6Hz,1.6Hz), 
7.27(lH,dd,J=1.6Hz,1.6Hz), 7.60-8 .00(5H,m), 1O.36(1H,s)§![£0!I 40 HffiS 
«il 14 tmmz[,XTm<Dit-&®£mzo N-(3-75/?x^;u>a>^Uv> 
-+- A 7 5 K mp: 140-142 deg CMS:253(M+l)NMR(DMSO, 

5 ):2.08(3H,d,J=1.3Hz), 5.04(2H,s), 6.28(lH,dd,J=8.2Hz,1.2Hz), 
6.80(lH,dd,J=8. lHz,1.2Hz), 6.93(lH ) dd,J=7.8Hz,7.8Hz), 
7.03(lH,dd,J=1.2Hz,1.2), 7.23(lH,q,J=1.3Hz), 7.32-7.47(5H,m), 9.62(lH,s) 
^ll#ffi:ftgfit:C;76.17,H;6.39,N;11.10 H;1Hil:C;76.08,H;6.39,N;11.14 
g£0l 41 §Sii0"l 14 £PtilcLTTIB<7Mb£^£*#fcoN-(3-75/:7x^ 
j|,)-4-y^U*»-*-A75K mp:90-94 deg CMS:253(M+l)NMR(DMSO, 

6 ):2.34(3H,s), 5.08(2H,s), 6.20(1 H,d,J=8.2Hz), 6.72-7.02(4H,m), 
7.25(2H,d,J=7.9Hz) ) 7.44-7.55(3H,m), 9.83(lH,s) 76 * ft fit : ft M fit 
+(H 2 O)o9:C;71.57,H;6.68,N;lO.43^Silfil:C;71.59,H;6.64,N;lO.37^ji0ll42 
§8£0i] 14 i:H^lcLTTfB(D^b^^#7to N-P-TS/T'x^U)^-.^ ;i, 
i/>tA75K MS:253(M+l)NMR(DMSO, d ):2.34(3H,s), 5.09(2H,s), 
6.27(lH,d,J=8-2Hz), 6.76-7.02(4H,m), 7.18-7.43(4H,m), 
7.49(lH,d,J=15.7Hz), 9.85(lH,s)U3i0>l 43 M'&M 14 (tPtflCLTTfBtf) 
^b^tl^lifcoNKS-TS/^xn^H-y^^v^AysK ms:141-142 deg 
CMS:253(M+l)NMR(DMSO, 5 ):2.40(3H,s), 5.08(2H,s), 
6.28(lH,d,J=8.3Hz), 6.74(lH,d,J=15.6Hz), 6.79-6.99(3H,m), 



7.21-7.36(3H,m), 7.51-7.61(lH,m), 7.76(lH,d,J=15.6Hz), 9.88(lH,s)7E^ 
flT:ft^<i+(H 2 0)o,:C;75.63,H;6.43,N;11.02^;Hfit:C;75.35,H;6.34,N;11.03 

w&m 44 m&m i6 1 mm\zLXTm<Dit£®>£%tzo ^-[3-[(m=m^ 

+v*jU^-;U)T5/]^x-;U]-a>^;ixv>^-ATSK MS:353(M+1), 
297(M-C 4 H 8 +1), 253(M-BOC+l)NMR(DMSO, 8 ):1.48(9H,s), 
2.09(3H,d,J=1.2Hz), 7.06(lH,d,J=8.1Hz), 7.17(lH,dd,J=8.0Hz,8.0Hz), 
7.26-7.49(7H,m), 7.94(lH,s), 9.34(lH,s), 9.9O(lH,s)§8ii0i| 45 &3kM 16 t 

7i-)l ]-4- > f V > t A 7 5 K MS:353(M+1), 297(1^-0^+1), 
253(M-BOC+l)NMR(DMSO, 6 ):1.48(9H,s), 2.34(3H,s), 
6.80(lH,d,J=15.7Hz), 7.06(lH,d,J=8.1Hz), 7.17(lH,dd,J=8.0Hz,8.0Hz), 
7.21-7.29(2H,m), 7.41-7.59(4H,m), 7.84(lH,s), 9.37(lH,s), 10.12(lH,s)gl£ 

ij)\.7fi-)[,)Ts.y]yji-)\y]-S-^f- ^->>"fAT5K MS:353(M+1), 
297(M-G,H 8 +l), 253(M-BOC+l)NMR(DMSO, 5 ):1.49(9H,s), 2.35(3H,s), 
6.85(lH,d,J=15.7Hz), 7.07(lH,d,J=8.4Hz), 7.12-7.59(7H,m), 7.84(lH,s), 
9.38(lH,s), 10.14(lH,s)SjH5H47 16 tmmzLXTtiOit^m^ 

#fc 0 N-[3-[(^ = ii»^h^v*^^--IU)75y]7x^jU]-2-^;Uv>-+-A 

7 5 h' MS:353(M+1), 297(M-C4H 8 +1), 253(M-BOC+l)NMR(DMSO, 

8 ):1.49(9H,s), 2.41(3H,s), 6.77(lH,d,J=15.6Hz), 7.05(lH,d,J=8.6Hz), 
7.18(lH,t,J=8.1Hz), 7.24-7.35(4H,m), 7.46(lH,d,J=8.2Hz), 7.51 -7.6 l(lH,m), 
7.79(lH,d,J=15.6Hz), 7.88(lH,s), 9.38(lH,s), 10.17(lH,s)lU£®l 48 Sgifffl 
16 tmmzLXTti(Dit£ty£mz 0 llA3-75i;-5-5nn7jL-)[,)-2-5a 
P v > •+ A T 5 K rap:147-149 deg CMS:307(M+1)NMR(DMSO, 
5 ):5.48(2H,s), 6.32(lH,dd,J=1.9Hz,1.9Hz), 6.81(lH,dd,J=1.9Hz,1.9Hz), 
6.85(lH,d,J=15.7Hz), 7.00(lH,dd,J=1.9Hz,1.9Hz), 7.40-7.49(2H,m), 
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7.53-7.59(lH 5 m), 7.72-7.59(lH,m), 7.72-7.78(lH,m), 7.84(lH,d,J=15.7Hz), 
10.15(lH,s) 7b m ft «f : ft * fit :C;58.65,H3.94;,N;9.12 H M 
fiI:C;58.62,H;3.85,N;8.85 SitGll 49 M&m 4 £R4ft IcLTT m^itS®* 
% tz o 3,5- y 7 5 >"<> V - h U mp:156-159 deg 
CMS:134(M+l)NMR(DMSO,«5):5.22(4H,s), 6.05(3H,s).giji$ 50 
16 <tl^!filcLTTfB(^^^^^#7ioN-(3-v7y7i-;U)-2--j7PPv>1- 
A 7 5 K mp: 198-200 deg CMS:283(M+l)NMR(DMSO, 
6 ):6.88(lH,d,J=15.7Hz), 7.42-7.50(2H,m), 7.51-7.64(3H,m), 
7.74-7.92(2H,m), 7.92(lH,d,J=15.7Hz), 8.22(lH,s), 10.67(lH,s)7C^^«T:lt 
©fil+(H 2 0)o. 1 :C;67.54,H;3.97,N;9.85 H;1fi:C;67.33,H;3.81,N;9.87 W&M 
51 % = W3=f-)\' 3--hP7xn;U^^/O-i'h(9.01g)(7)y^/-;U(90ml) 

SL»^*-9->-»»X^UT?»aiL»IS = » 3-75/7x-JI/*JU 
/<>'fh$$tt&f£a£:LTft£:. mp: 104-106 deg CMS:209(M+1), 
109(M-BOC+1)NMR(DMSO, 5 ):1.45(9H,s), 4.96(2H,s), 
6.15(lH,dd,J=7.2Hz,1.2Hz) ) 6.52(1 H,d,J=7.9Hz), 6.80(lH,s), 

6.84(1 H,dd,J=7.9Hz,7.9Hz), 8.98(lH,s)^jg0ll 52 MfcWttlCl/CT 

K mp:l4l-l42 deg CMS:307(M+l)NMR(DMSO, 6 ):5.ll(2H,s), 
6.30(1 H,d,J=8.7Hz), 6.78-7.01(4H,m), 7.62(lH,dd ) J=7.3Hz,7.3Hz), 
7.72-7.91(4H,m), 10.02(lH,s)5c^#ffi:f+gfii:C;62.74,H;4.28,N;9.15 H/H 
fiI:C;62.63,H;4.27,N;9.09 gfiftl 53 8£ffl 4 iH«McLTTEOHb£tt£ 
#fc„ N-(3-75/7x-;U)-4-^PPi/>-fA75K mp:167-168 deg 
CMS:273(M+l)NMR(DMSO, 5 ):5.10(2H,s), 6.28(lH,d,J=8.2Hz), 
6.78-7.01(4H,m), 7.46-7.69(5H,m), 9.89(lH,s) 5c * # *r : ft W 
fit:C;66.06,H;4.80,N;10.27 g£jfflfit:C;65.86,H;4.78,N;10.16 g>il®l 54 g{it 
#J 16 <tl^*ilcLTTfc(D^^fe^^fcoN-(3--hP7x^U)-4-'i7PPv> 
A 7 5 K mp:255-256 deg CMS:303(M+1)NMR(DMSO, 
5 ):6.82(lH,d,J=15.7Hz), 7.53(2H,d,J=8.5Hz), 7.59-7.72(4H,m), 
7.90-8.03(2H,m), 8.74(lH,dd,J=2.1Hz,2.1Hz), 10.73(lH,s)7C*#fir 
fit:C;59.52,H;3.66,N;9.25 H;Hit:C;59.20,H;3.58,N;9.19 Uitfll 55 gliitfij 
16 mmzLTTtZOibSynZmtzo N-[3-[(*=«:?h**>*;U7|*=JU)7. 
S/l^x-^l^-h'J^^U^-py^ ;U*>>^-A75K mp:172-173 deg 
CMS:307(M-BOC+1)NMR(DMSO, 5 ):1.48(9H,s), 6.92(lH,d,J=l 5.4Hz), 
7.07(lH,d,J=8.1Hz), 7.19(lH,dd,J=8.1Hz,8.1Hz), 7.45(lH,d,J=8.0Hz), 
7.63(lH,dd,J=7.4Hz), 7.77-7 .96(5H,m), 9.40(lH,s), lO.31(lH,s)§S|ji0fl 56 
Sfifl 14 fcB»(=LTTE©fc***»fc.N-(3-75/7i-JU>3-*Mr 
A73K MS:269(M+l)NMR(DMSO, 6 ):3.80(3H,s), 5.09(2H,s), 
6.27(lH,d,J=8.6Hz), 6.77-7.02(5H,m), 7.1 5-7.2 l(2H,m), 

7.36(lH,dd,J=8.0Hz,8.0Hz), 7.50(lH,d,J=15.7Hz), 9.86(lH,s)S!iHSI| 57 S 
£01 16 4:P«[cL-CTEfl!)<b^**#fc.N-[3-[(« = «^h*?/*iU7fi- 
^)7;/]7i-JH-2^h + yv>tA7;h' MS:313(M-C4H 8 +1), 
269(M-BOC+l)NMR(DMSO, (5 ):1.48(9H,s), 3.89(3H,s), 
6.89(lH,d,J=15.8Hz), 6.98-7.21(4H,m), 7.38(lH,d,J=7.1Hz), 

7.45(lH,d,J=8.0Hz), 7.55(lH,d,J=7.6Hz), 7.78(lH,d,J=15.8Hz), 7.86(lH,s), 
9.37(lH,s), lO.12(lH,s)®ii0!l 58 fiftfl 16 tWttlCL-CTEOft*** 
^fc„N-[3-[(mH8i^h4r^*;U7K-;U)75/]7x^JU]-3-yh^rS/v>^ 
A75K MS:313(M-C 4 H 8 +1), 269(M-BOC+l)NMR(DMSO, <5):1.48(9H,s), 
3.81(3H,s), 6.85(lH,d,J=15.7Hz), 6.94-7. 24(5H,m), 7.31-7.50(2H,m), 
7.54(lH,d,J=15.8Hz),7.84(lH,s),9.38(lH,s), 10.16(lH,s)Siji$ 59 §13109 
14 <!:H#lCLTTE(7)<b^^^7=oN-(3-75/7i-;U)-3-^PPv>^- 
A7 5K mp:112-114 deg CMS:273(M+l)NMR(DMSO, 6 ):5.10(2H,s), 
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6.28(lH,d,J=7Hz), 6.70-7.00(4H,m), 7.41-7.60(4H,m), 7.67(lH,s), 
9.88(lH,s)»Jt« 60 W&m 14 tH«I^LTTE©ft&1jl*»f=.N-(3- 
7 5 J 7 x — ;U )-2- ^ D D <> > t A 7 5 h' mp:159-161 deg 
CMS:273(M+l)NMR(DMSO, 8 ):5.11(2H,s), 6.29(1 H,d,J=7.6Hz), 
6.78=7.08(4H,m), 7.39-7.54(2H,m), 7.54-7.63(lH,m), 7.71-7.83(lH,m), 
7.83(lH,d,J=15.6Hz), 9.98(lH,s)^it^l 61 §>£0Q 16 t^tilcLTTIBCD 
itSWiZmtzo N-[3-[(mHii^h^rv*;U^-;U)T5/]7x^;U]-3-7P □ 
v > f A 7 5 h* MS:395(M+Na)NMR(DMSO, 5 ):1.48(9H,s), 
6.90(lH,d,J=15.8Hz), 7.07(1 H,d,J=8.1Hz), 7.19(lH,dd,J=8.0Hz,8.0Hz), 
7.40-7.62(5H,m), 7.68(lH,s), 7.84(lH,s), 9.40(lH,s), 10.18(lH,s)g&$ 62 

9&&m 64 mmzLXT&oitGto&Rtzo 5-70 0.2 =± 

'J ;U mp:97-99 deg CMS:168(M+l)NMR(DMSO, 6 ):3.92(3H,s), 
7.28(lH,d,J=9.1Hz), 7.74(lH,dd,J=9.1Hz,2.7Hz), 7.91(lH,d,J=2.6Hz)lSi£flJ!l 
63 M&m 15 t0«l=LTT8Ba><b^**»fc. 5-7;U*P-2-> MPv*> 
■MyiDl 7f*^/f7 5K mp:141-142 deg CMS:184(M-l)NMR(DMSO, 
5 ):3.80(3H,s), 7.07(lH,dd ) J=9.1Hz,4.5Hz), 

7.23(lH,ddd,J=9.0Hz,9.0Hz,3.3Hz), 7.44(lH,dd,J=9.4Hz,3.2Hz), 9.41(lH,s), 
10.09(lH,s) 7G * # «T : ft If fit :C;51.88,H;4.35,N;7.56 H 39 
fit:C;51.82,H;3.98,N;7.39 Uii^ 64 N,N-v>^;U7h;UA75h*(15ml)lr. * 
X*^X*+v>7n'jK(2.33ml)£ 5 deg C -C»Dx.7i„ 5 deg C 

TT? 30 ftfflmWU 5-7;u*p-2->h*v*>;C7==h*(i.40g)£ 7jnx.fc„ ;S 

5 deg c -e i mmmnuzo *(ioomi)+icaf?. 30 #mau at 
fBfe£*au *t*&;$u ja^Lr. 5-?;i/;i-p-2-yh*v'<>i/-r- , j;u 

(1.45g) ^ fi ft g b b h t L t f o mp:113-114 deg 
dR(KBr):2229cm 1 MS:152(M+l)NMR(DMSO, 5 ):3.90(3H,s), 
7.27(1 H,dd,J=9.4Hz,4.2Hz), 7.58(lH,ddd,J=9.2Hz,9.2Hz,3.2Hz), 
7.75(lH,dd,J=8.2Hz,3.2Hz)ISii^ 65 *=f-)\, S-yj^O-l-^h^'y^OV 
7-K2.20g),N,N-vy ; ?;U7h^A75K(10ml)Sl/^-h I J 7 A/ h^rvK 
(lOOmg)© m&£ 100 deg C V 7 l$|B|inj!&Lf::. MlOfriPU Hifci^U 
(miyeJMRU 7K(3 HL & 100ml)Si;^^7K(100ml)-C^^L. flM*-*?* 

7Pvhy77-r-ic<fey?ii{L. JSfcy*ix>-y$/-ju-e*HJU 5-?^*- 

P-2-yh+v^>X75K(1.48g)$afe^f H «!:Lr#fc 0 mp:144-146 deg 
CIR(KBr):3448,1674cm" , MS:170(M+l)NMR(DMSO, 8 ):3.88(3H,s), 
7.16(lH,dd,J=9.1Hz,4.4Hz), 7.33(lH,ddd,J=9.1Hz,9.1Hz,3.4Hz), 
7.53(lH,dd,J=9.4Hz,3.3Hz), 7.7O(2H,s)§S£0l] 66 5-7;M-P-2-tKP*v£ 
E#^(2.0g). ^^*U7A(4.42g).&t; N,N-v;^U*;i/A75K(25ml) 

©g£feic % MS^a^b^K3.98mi)£fa*fc.MT* 4 ftFaltitfU 

K^X^;i/(100ml)T'^^L,7K(2 IsUfc. 100ml)Si;^^7K(2 Ink =& 
100ml)T'gtjf U ttH^y+S/^ ATfR«L. ML* »j£(D5SSI£B£ 
L.S-^iU^P^h^rv^m^^^^^g^llfejS^tL-C^fco 
MS:185(M+1), 153(M-CH 3 OH+l)NMR(DMSO, fi):3.79(3H,s), 3.81(3H,s), 
7.18(lH,dd ) J=8.7Hz,4.2Hz), 7.35-7.48(2H,m).Uii^ 67 Uii^l 25 t^ffi 

lci/CTIEaMb£fc£»fc. m=Wiz??)\, 3--hP7i-;u*;u/^'Th 

MS:139(M-BOC+l)NMR(DMSO, 6 ):1.50(9H,s), 

7.54(lH,dd,J=8.1Hz,8.1Hz), 7.73-7.86(2H,m), 8.48(lH,dd,J=2.1Hz,2.1Hz), 
9.91(lH,s)§Jj£09 68 UiiflJ 16 tHttlCTTEfl!)<b^**»fc.N-(4-*> 
7 / 7 x ~ ;U )-2- ?DP<>>tA7SF mp:206-207 deg 
CMS:283(M+l)NMR(DMSO, 5 ):6.90(lH,d,J=l 5.7Hz), 7.42-7.61(3H,m), 
7.74-7.98(6H )m ), 1 0.75(1 H,s)U;i0!l 69 §gii#l 15 <tH^IC-CTIB(7)<k^ 
t)^ftfcoN-[4-(75> / *;U*>7|-'r;U)7i-^]-2-7PPv>^-A7SK 
MS:317(M+l)NMR(DMSO, 8 ):6.91(lH,d,J=15.6Hz), 7.40-7.99(9H,m), 
9.40(lH,s),9.74(lH ) s), lO.59(lH,s)§ii£0l| 70 §?3H5i| 13 ir^lCTTIBO) 
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— r- ■ 3 •*? it 7k M M tt MS:33 1 P U — ft +l)NMR(DMSO, 6 ):2.84(3H,s), 
6.94(lH,d,J=l 5.6Hz), 7.20-8.00(9H,m), lO.9O(lH,s)§?ii0<l 71 82 t 

'J ;U MS:211(M+l)NMR(DMSO, 6 ):2.34(3H,s), 7.01-7.1 l(2H,s), 
7.35(lH,dd,J=8.2Hz,4.7Hz), 7.54(lH,dd,J=8.2Hz,1.4Hz), 7.80,7.91(2H,m), 
8.4O(lH,dd,J=4.7Hz,1.4Hz)Sli£0y 72 MM 15 t^m^XTUOit^ 
^^fco4-[(2-^5 1 ;U-3-t° , Jv;U)^-^v]^>-if>*;i/7K5 1 ^-TSK 
MS:245(M+l)NMR(DMSO, 6 ):2.37(3H,s), 6.89-6.96(2H,m), 
7.32(lH,dd,J=8.1Hz,4.6Hz), 7.44(1 H,dd,J=8.2Hz,l .5Hz), 7.92-7.99(2H,m), 
8.35(lH,dd,J=4.6Hz, 1.5Hz), 9.42(1 H,s), 9.79(lH,s)Hii0!l 73 SH&ftl 13 <h 

Pfll(c-cTEa)fl:^«i*»f=. 4-[(2->^;u-3-hf •jv^^+vi'O 

■lf>*;U^-f5K^*T-h-a'Xb**»* MS:259(?'J-ft 
+l)NMR(DMSO,S):2.45(3H,s), 2.85(3H,s), 7.O-8.2(7H,m)Sji0!l 74 Sit 
«82tS«lcLrTE©<b&**fifc.4-[(2-e'je;jU>f 1 ;U)7 , 5/]'<>y 

— h U MS:210(M+1)NMR(DMSO, «5 ):4.43(2H,d,J=6.1Hz), 
6.63-6.70(2H,m), 7.23-7.47(5H,m), 7.75(lH,ddd,J=7.6Hz,7.6Hz,1.8Hz), 

8.50- 8.56(lH,m)Si§0IJ 75 U^M 15 tmWzLXT tWitS WlZmtz. 
4-[(2- fc° 'J v ;i/ y f- ) 7 5 J ] * > 4f y JU tf ^ * T 5 K 
MS:244(M+l)NMR(DMSO, 5 ):4.43(2H,d,J=6.1Hz), 6.54(2H,d,J=8.9Hz), 
7.07(lH,t,J=6.0Hz), 7.22-7.36(2H,m), 7.74(lH,ddd,J=7.7Hz,7.7Hz,1.8Hz), 
7.80(2H,d,J=8.9Hz), 8.50-8.57(lH,m), 8.97(lH,s), 9.21(lH,s)^Jif5(l 76 M 
£04 13<!:HtilcLTTia<7Mb£!|$!)£*#fc 0 ^;U4-[(2-t°'Jv;U^^;U)T5 

y]'<>-if>*;u^'rsK5 1 +T-h-a^'lt7K*^ MS:258pu-i* 

+1)NMR(DMS0, 6 ):2.75(3H,s), 4.54(2H,d,J=6.3Hz), 6.77(2H,d,J=9.0Hz), 

7.24- 7.32(lH,m), 7.34(lH,d,J=7.9Hz), 7.70-7.83(3H,m), 7.95-8.05(lH,m), 

8.51- 8.57(lH,m)Slig0i| 77 Mfem 16 <t^lrLTTfB(7Mb£!&l£*#fco 

□ ^^;i/V>^-A75h* MS:325(M-BOC+l)NMR(DMSO, 6 ): 1 .47(9H,s), 
6.4-8.3(9H,m), 9.40(lH,s), 1O.O2(1H,s)M£0<1 78 14 tm&lzLXT 

IB(Djb^fe^#fcoN-(5-7SA2-7;U^-a^xz:;U).2-h , J^^^-0>5 1 ;U-> 
A75K mp:173-175 deg CMS:325(M+l)NMR(DMSO,6):5.00(2H,s), 

6.25- 6.35(lH,m), 6.91(lH,dd,J=10.9Hz,8.7Hz), 7.14(lH,d,J=15.3Hz), 
7.36(lH,dd,J=6.6Hz,2.6Hz), 7.62(1 H,dd,J=7.2Hz,7.2Hz), 7.73-7.92(4H,m), 
9.8O(lH,s)§g£0!l 79 M'&M 82 tH«lcLrTffi©ft^1j!S!§fc.4-[(l- 
t + vF -3- tf "J i? ;U ) * * { y ] V - h U ;U mp:174-176 deg 
CMS:213(M+l)NMR(DMSO, 6 ):7.15(lH,dd,J=8.4Hz,1.8Hz), 
7.25-7.35(2H,m), 7.46(lH,dd,J=8.6Hz,6.5Hz), 7.85-7.95(2H,m), 
8.13(lH,d,J=6.4Hz), 8.28(lH,dd,J=1.9Hz,1.9Hz)§SiH5fl 80 Mikffl 15 tWi 
ttl=LTTE©ft^1fc*»f=.4-[(l-+*S/K-3-e'J??;U)***>]'<>-tf> 
* ;U ft f- * 7 5 K MS:247(M+l)NMR(DMSO, 
5 ):7.07(lH,dd,J=8.6Hz,2.1Hz), 7.12-7.20(2H,m), 
7.42(lH,dd,J=8.6Hz,6.4Hz), 7.95-8.03(2H,m), 8.09(lH,dd,J=6.4Hz,1.9Hz), 
8.1 8(1 H,dd,J=1.9Hz, 1.9Hz), 9.50(lH,s), 9.86(lH,s)§?ji0fl 81 MfeM 13 t 

mmzLXTtioitsmzmtzo 4-[(i-**$/Ko-eye>;u)***>] 

*>-t£ >*;l/tf SK^Jj-T-h-a^lbTkHi^ MS:26ip'J-t*: 
+l)NMR(DMSO, 6 ):2.81(3H,s), 7.15-7.22(lH,m), 7.31-7.43(2H,m), 
7.49(lH,dd,J=8.5Hz,6.4Hz), 7.91-8.09(2H,m), 8.14-8.19(lH,ro), 
8.3O(lH,dd,J=1.9Hz,1.9Hz)S3li£0!l 82 l-7^^;Ut°^v>(3.84g). 4-7)\, 
ta^yV-^))H3.03g). j*^*'JOA(4.15g);&tf N,N-v^T;i>*;l/A 
75K(15ml)<D££tt£ 150 deg Cf4 B#|H«#Lfc. g^t^MST-ft 
JflU P®X^U(250ml), 7K(250ml)^ ADX.. £«IJI£#S5!U 7K(100ml)<!: 
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-y^/-;u-ejtaiL>4-(4-7-b5 1 ;u-i-t 0 '<7v- 1 ;u)'<>^-h , J->K3.i6g) 

jafegStUffc. mp:103-105 deg CMS:229(M+l)NMR(DMSO, 
<5 ):2.04(3H,s), 3.29-3.45(4H,m), 3.51-3.61(4H,m), 6.97-7.07(2H 5 m), 
7.55-7.65(2H,m)§!&0l] 83 Sgfigl 15 tHfl|l=LTTffi©ft^**lifco 
4-(4- 7 -fe 7 -1- t° ^ 7 V - ) K > -tf > * ;U 7 * 7 S h* 
MS:264(M+l)NMR(DMSO, 5 ):2.04(3H,s), 3.2O-3.40(4H,m), 
3.50-3.64(4H,m), 6.92(2H,d,J=8.9Hz), 7.92(2H,d,J=8.9Hz), 9.17(lH,s), 

9A3(m,s)m&m 84 a£fi 13 tmmizLXTBoitsmzmzotTfr 

4-(4-7-trT;u-i-t°^7v-;u) / <>-t?>*^^sK^7-h-ao<b7k^ 

$ i& MS:278( ? 'J — ft +l)NMR(DMSO, 6 ):2.05(3H,s), 2.77(3H,s), 
3.4-3.7(8H,m), 7.08(2H,d,J=9.1Hz), 7.84(2H,d,J=9-lHz)lSi£tW 85 §?&0i] 
16 tH^ICL'CTfB0^b^^#7i„N-(3-75A5-^PP7x^ 1 )U)-2-v7 
/ •> > t i 7 5 h' mp:261-263 deg CMS:298(M+l)NMR(DMSO, 
<5):5.50(2H,br s), 6.34(lH,dd,J=1.9Hz,1.9Hz), 6.84(lH,dd,J=1.8Hz,l-8Hz), 
7.00(lH ) dd,J=1.8Hz,1.8Hz), 7.01(lH,d,J=15.5Hz), 
7.61(lH,ddd,J=7.6Hz,7.6Hz,1.4Hz), 7.76(lH,d,J=15.5Hz), 7.75-7.97(3H,m), 
10.24(lH,s)»JSffil 86 &&M 16 <t[5|}f l~LTTf50Mt£- ti&Zmtzo 
(2E)-N-(3- 7 5 / -5- 0 P □ Z> x x ;U )-3-(2- 1° "J v )-2- ? □ * > 7 5 K 
mp:101-103 deg CMS:273(M+l)NMR(DMSO, 8 ):5.47(2H,br s), 
6.3 l(lH,dd,J=l .9Hz,l .9Hz), 6.86(lH,dd,J=l .8Hz,l .8Hz), 

6.98(lH,dd,J=1.8Hz,1.8Hz), 7.28(lH,d,J=15.3Hz) ) 7.34-7.44(lH,m), 
7.52-7.66(2H,m), 7.86(lH,ddd,J=7.7Hz,7.7Hz,1.8Hz), 8.62-8.65(lH,m), 
1O.18(1H,s)8£0I 87 2-(75>'yf L ;U)t: l Jv>(20.94g)(D J fh7t:K777> 
(100ml)^IC2-^PP-5--hPlfUv>(13.95g)^P^.gS'C5B#PBljt^ 

Ltzo s^*****i=aff io 'AfflMft Ltz. sasMsttJ&u *-c*» 

L,^JiL.2-(t°'Jv>-2-'f;U^^;U75/)-5--hPt:'Jv>(18.87g)^# 
o APCl-mass;m/z231(M+H + )NMR(DMSO, 5 ):4.72(2H,d,J=5.6Hz), 
6.72(2H,d,J=91Hz), 7.2-7.4(2H,m), 7.76(lH,dt,J=l-7Hz,7.7Hz) ) 
8.15(lH,dd,J=2.8Hz,9.4Hz), 8.53(lH,d,J=44Hz), 8.67(lH,U=5.6Hz), 
8.90(lH,d,J=2.8Hz)ii^#iJ 88 2-(tf U v>-2--f ;uy^;U75/)-5--hPt° 'J 
v>(460mg). ^^(555mg)&t/^^b7> : E-'t7A(166mg)(DX^>'-;i/ 
(10ml)fc*(lml)«t>BJB«* 2 ttffliSftLf::. *»*SR£a*U 

U jg&££§£LT: 5-75/-2-(t°'Jv>-2-'r;U^^;i,7S/)t°Uv>(0.36g) 
£ H o APCl-mass;m/z201(M+H + )NMR(DMSO, (5 ):4.29(2H,s), 
4.43(lH,d,J=6.1Hz), 6.23(lH,t,J=6.1Hz), 6.37(lH,d,J=8.6Hz), 

6.83(lH,dd,J=2.8Hz > 8.6Hz), 7.1-7.3(lH,m), 7.29(lH,d,J=8.0Hz), 
7.42(lH,d r T=2.7Hz), 7.69(lH,dt,J=1.7Hz,7.6Hz), 8.48(1 H,d,J=4.8Hz)Mii^J 
89 3-^PP-5-xhP-2-(t°'Jv>-2-<;U-/5 1 ;i/75>')h: , Jv>(1.16g), ft(2g) 
tmtm-& -6 7Kft^l(l 16mg)(7)^h : 7tK^7>(100ml)4 3 e)i^lCtK 

7i?>*»»(2.3mi)*» a. 2.5 tiffflm$aLtz 0 a* 

L, &ft0fflft£V£U 5-75/-3--^PP-2-(t 0 «Jv>-2-^;U^;i/75/) 
t? 'J V > (1.03g) * It fc o APCl-mass;m/z235(M+H + )NMR(DMSO, 
5 ):4.54(2H,d,J=5.5Hz), 4.65(2H,broad s), 6.23(lH,t,J=5.6Hz), 
7.05(1 H,d,J=2.4Hz), 7.1-7.3(2H,m), 7.42(lH,d,J=2.4Hz), 

7.70(lH,dt,J=1.8Hz,7.7Hz) J 8.4-8.6(2Hjn)fi£0| 90 5-XhP-2-(f'Jv>-2- 
■f;U>5 t JI/75/)tf , JS/>(10g3<D7-bh-HJ;K200nil)ttJ»aS?ai= N-^P 
□2»W5K(7.54g)£*Q;u ££ft£ 60 deg C T» 5 IftfHK 50 deg C T? 14 

Tife#U ftJiU 3-^PP-5-xhP-2-(t°'Jv>-2--f JM7;U75/)t?'J v> 
(8.87g) £ ^ „ APCl-mass;m/z265(M+H 4 )NMR(DMSO, 
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«5 ):4.85(2H,d J J=5.9Hz), 7.3-7.4(2H,m), 7.87(1 H,dt,J= 1.7 Hz,7.7Hz), 
8.45(lH 5 d,J=2.4Hz), 8.5-8.7(2H,m), 8.86(1 H,d,J=2.4Hz)SSii^ 91 4-Z>)\,J- 
Q-3-^hP?x^Ut^UA75R5.6Og)(!:i*&;W^A(5.44g)0) N,N-v^ 
;U*;i,A75h*(28ml)4 3 i§jSj$l:: 2-^P ; E-3-^/>(4.1ml)^*[lX.. 

tot 24 nmmnuzo m^^mm^)ix^mL. 7kfk&*.x$tft 

U e£^??*v^ A-ef£*§U i§J££®£U 4-?;U*P-3--r-P?xn;u 
(1- ^ f ^ -2- t + V - ^ □ tf il' ) ^ il/ A 7 5 K (6.83g) ^ % tz a 
APCl-mass;m/z255(M+H)NMR(DMSO, 6 ):1 .32(3H,d,J=7.0Hz), 2. 10(3H,s), 
4.75(lH,q,J=7.0Hz), 7.78-7.86(2H,m), 8.14-8.19(lH,m), 8.54(lH,s)^3t0lJ 
92 4-7;U^-P-3--hP7i-;U(l-^;U-2-^7-^Ptf;U)7h;UA75K 
(6.8Og),^7> ; E-OA(2O.6g)i:i^^(5.3Oml)0^r>>U>(14Oml)4'ejS 

i.5^ii35turo m-smmw^^t w^miti-b^^mm 

(200mi)£an7u *<D;l£fe£ io #p B lltm^o*l£it&x^u-etttti 

U ^^/-;U/^^b^5 1 U>(2-4%)-r?^dJL. l-(4-7;U^"P-3--hP7xz: 

)i h,5- v ^ * )i -1H- s y % ; - A/ (i.29 g ) £ m tz . 

APCl-mass;m/z236(M+H)NMR(DMSO, <5 ):2.10(6H,s), 7.75(lH,s), 
7.73-7.82(lH,m), 7.87-7.95(lH,m), 8.19-8.23(lH,m)ii£0>l 93 H4-7)l,* 
D-3-ZlhD-7xr.jU)-4,5-i/^ i f L ;U-lH-'('5^'y— ;U(480mg)(D>'$i/— ;U 
(2.5ml)*^jSjS^^*(10% w/w,5O%wet,96mg)±0)/* : 7V^AT*7Kitfl 

5-(4,5-v^^;U-lH-'T5^'V*-;U-l-f;U)-2-^;U7|-PT- l J>(418mg)^f# 
„ APCl-mass;m/z206(M+H)NMR(DMSO, 8 ):2.03(3H,s), 2.08(3H,s), 
5.46(2H,s), 6.35-6.53(lH,m), 6.69(lH,dd,J=8.0Hz,2.7Hz), 

7.10(lH,dd,J=8-5Hz,2.7Hz), 7.53(lH,s)g{£0l] 94 3-3— K-4-yMr*>fcf' JS? 
>(0.62g),3--hP7x^;U^P>^(0.57g)<!:-xh7^rX(h l J^x-;i,7tNX^ 
>)/^V^A(0)(152mg)0)v^h^rvX^>(10ml)it'^jij$IZK^h l JO 
A*»jft(2M3.43ml)£ifl ;E^^^ 60 deg Ct'6 B#|H]«#Lfc. Jl^fe 

*»«x^u-e*MRU in *mb-m^A*»»££t6*-e-e&, 5 *L 

■hfiV 25g ^ffll^*7A^PVh^*77-r-ICj;ymg[L.n-^4r-9->'t l 
40-80%(DW^x^;UT^aiL.3-(4->hdrvt°'Jv>-3-'f'>U)-hP^>-tf 
> (84mg) & tz 6 APCI-mass;m/z231(M+H 4 ) , H-NMRPMSO-d6): 
«5;3.90(3H,s), 7.24(lH,d,J=5.8Hz), 7.75(1 H,t,J=8.0Hz), 8.00(1 H,d,J=8.0Hz), 
8.24(lH,dt,J=8.2Hz,l.lHz), 8.35(lH,t,J=1.0Hz), 8.48(lH,s), 

8.53(lH,d,J=7.6Hz)§i&0i| 95 Hffiffj 91 tmmzLXT$Wit-£;®}$:® 
tz . N-(4- -hP7i-Jl/ )-9H- ~J )l * b > -1- * t(? V 5 K 
APCI-massim/zSSl^+H^'H-NMRODMSO-de): 6 ;4.22(2H,s), 
7.3-7.7(4H,m), 7.79(lH,d,J=7.5Hz), 8.08(2H,dj=9.2Hz), 

8.16(lH,d,J=7.5Hz), 8.30(2H,d,J=9.2Hz), 10.94(lH,s)§{ii^ 96 141 
ilHflHcLTTEa><b*1fc*1»fc.N-(4-75y7i-;U)-9H-7JU*^>-l- 
* * # + * S P APCI-mass;m/z301(M+H + ) , H-NMR(DMSO-d6): 
5 ;4.17(2H,s), 4.94(2H^n), 6.56(2H,d,J=9.2Hz), 7.3-7.7(9H,m), 
7.96(lH,d,J=6.6Hz), 8.06(lH,d,J=7.3Hz), 9.93(lH,s)§8 iifll] 97 5--hP 
-N<2-lfUv;U>^JU)-2-t*Uv;U75>(516mg)<D^^y-;U(10ml)tt J (!: J fh 
Vt KP^7>(5ml)(DejS;'^^ K^(50%wet,100mg)±O) 10%/ ^7V^At' 
TKHUfflmT 6 l*IH**attILfc.tt«*a4L.3l«*B56Lfc.g|jl 
\zmt*%m&0) 4Nl,4-v**+r>(2ml)*£fiO* J 10 'AfflMWLtz.%. 

'J v > -2,5- v 7 5 > (612mg) £ # tz . APCI-mass;m/z201(M( 7 U — 
ft )+H^'H-NMR(DMSO-d6): (5 ;4.89(2H,s), 6.95(lH,d,J=9.1Hz), 
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7.59(lH,dd,J=9.1 ,2.5Hz), 7.7-7.9(3H,m), 8.38(lH,t,J=7.9Hz), 

8.77(lH,<U=5.1Hz)»Jt«l 98 gti£0!l 91 tEfclCLTTlBaMb^ttSS 
tz . N-(2- <P □ O -4- t° 'J V ;i/ )-9H- ? /U * b > -1- 2> tK * £ K 
APCI-mass;m/z321(M+H + ) 1 H-NMR(DMSO-d6):d;4.21(3H,s) ) 
7.3-7.8(6H,m), 7.9-8. l(2H,m), 8.17(lH,d,J=72Hz), 8.34(1 H.d^S.eHz), 
lO.91(lH,s)§Ji£0l| 99 5-[(9ll-y)ltO>-l-^}^iJ)^-)l)7s.y)-Zi^ 

■^-K'J^ A7K^(lN,1.15ml)$J]a^. ZOMStoZ 60 deg C T* 2 ftFilHift 
Lf= 0 frSPSL ji^ifellC^^(lN,1.2ml)^illx. ftlS^atSfcU 5-[(9H-7 
* U > -1- •< *UU * " ;U ) 7 5 / ] - a ^ > & (270mg) £ # I- 8 
APCI-mass;m/z331(M+H7H-NMR(DMSO-d6): 5 ;4.23(2H,s), 
7.3-7.5(4H,m), 7.82(lH,d,J=7.1Hz), 7.99(lH,d,J=8.0Hz), 

8.15(lH,d,J=7.1H2), 8.7-8.9(2H,m), 9.15(lH,d,J=2.0Hz), 10.73(lH,s), 
13.0-14.0(lH,broad s)§5£0i] 100 2-?PPfc°'J5v>(5.73g)<h 2-7^^)1 
bf'J v>(13.53g)CD;i£j$£ 140 deg C T* 30 ftfUmW Ltz a ;1£!&!l£B1^ 
X^;UT'#|RL. S^TK-C^jf L7i„ »&L7i£$!Ji£MT?'*v'7 A 
T'&JiU @*Lfc„ ^b^fca^^'TV^Pt 0 ^x-^;l,r't»^L. MIX 
U -fV^Pt^Ux-^T'ftjfU S£iiUN-(2-eUv;i^;U)-2-l£'J£v 
- ;U 7 5 y (5.91g) £ ^ tz 
APCI-mass;m/zl87.20(M+H + ) , H-NMR(DMSO-d6): d ;4.58(2H,d,J=6.3Hz), 
6.59(lH,t,J=4.8Hz), 7.2-7.4(2H,m), 7.6-7.8(2H,m), 8.27(2H,d,J=4.7Hz), 
8.49(lH,d,J=4.7Hz)Si£0l| 101 N-(2-t°'Jv;U^^)-2-t°'Jv>75>(3.0g) 
tnmMilOmytplZ-ffiMM^ A(6.52g)^'>l:T Ofla*., ;g£!$l£ 60 deg C 
T? 14 B#fUK 70 deg C -C 20 B#BSHf ftUio ftSP&s jg^&I^ICji 
£,4N Tk^b^-h'J^ATK^;^ PH £ 9.0 ICfBgLTio ttiS^tS&U 
7Kt/^^-iUr'^;tL>-hO-N-(2-e'Jv;Up«^;U)-2-e'J5vxjUT5> 
(1.57g) £ f# o APCI-mass;m/z232.20(M+H 4 ) 1 H-NMR(DMSO-d6): 
5 ;4.73(2H,d,J=5.9Hz), 7.2-7 .4(2H,m), 7.75(lH,dt,J=1.6Hz,7.7Hz), 
8 .50(1 H,d,J=4.7Hz), 9.08(2H,dd ) J=3 .4Hz,5 . 1Hz), 9.28(lH,t,J=5 .9Hz)g| iitflj 
102 gtit0!l 141 tmmzLXTtZOit£®l£mzoK 2 -(2.t:<)V)l,*? 
)l )-2,5- If U S v - ;U v 7 5 > 
APCI-mass;m/z202.27(M+H + ) 1 H-NMR(DMSO-d6): 6 ;4.4-4.6(4H,m), 
6.78(lH,t,J=6.2Hz), 7.2-7.4(2H,m), 7.69(lH,dt,J=1.7Hz,7.7Hz), 7.79(2H,s), 
8.47(lH,d,J=4.8Hz)Sit#!l 103 2-7S/^l>fc' : 5v>(2.18g)£HJX5 1 ;U7 
5>(4.05g)(DT-h7tKP77>(50ml)i§;^|C, 2-?P P-5--hPt°'J v> 
(3.17g)£iPx.fc„ ;!£!&l£ 60 deg Cf6 ftfelJi #U ***lc3££s 10 ft 
MMftLtzo %fS«B$tt9lL. TKT'&ftU ffciiU 5--hP-N-(2-t°^v- 

;u y ;u )-2- t? u i? ju 7 5 > (4.06 g ) £ m tz * 

APCI-mass;m/z232.20(M+H + ) 1 H-NMR(DMSO-d6): (5 ;4.78(2H,d,J=5.9Hz), 

6.72(lH,d,J=9.4Hz), 8.16(lH,dd,J=2.8Hz,9.4Hz), 8.5-8.9(4H,m), 

8.89(lH,d,J=2.8Hz)S)i<5ll 104 UfaM 142£Plt$ICl,TTfBaMb£!|$3£^ 

tzo 3-^PP-5--hP-N-(2-t , 7i/-iMf ^)-2-t 4| Jv;i/75> 

APCI-mass;m/z266.27,268.27(M+H + ) 1 H-NMR(DMSO-d6): 

5 ;4.87(2H,d,J=6.0Hz), 8.43(lH,d,J=24Hz) ) 8.3-8.5(4H,m), 

8.86(lH,d,J=2.4Hz)§?£0!l 105 iS&fl] 138 mmzLXTtiOitSVtZ® 

tz o 3- <P P P -N 2 -(2- t*7V-;Mf il/ )-2,5- 1° >J v ;U v 7 £ > 

APCI-mass;m/z236.27,238.20(M+H + ) , H-NMR(DMSO-d6): 

<5 ;4.5-4.7(4H,m), 6.32(lH,t,J=5.9Hz), 

7.05(lH,d,J=2.4Hz)7.40(lH J d,J=2.4Hz) ) 8.4-8.7(3H,m)S15g^J 106 

141 tmmzLTTtzoitsmmzo 3-(4->Mrvtf j v>-3--ou)7x«j 

> APCI-mass;m/z201(M+H + )'H-NMR(DMSO-d6): <5 ;3.81(3H,s), 
5.10(2H,s), 6.5-6.7(2H,m), 7.04(lH,d,J=7.8Hz), 7.12(lH,d,J=5.8Hz) ) 
7.5-7.7(lH,m), 8.26(lH,s), 8.41(lH,d,J=5.7Hz)S^0!l 107 Mfe® 109 tft 
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— ;u -5- -f ;u ) - h p * > M > 

APCI-mass;m/z254(M+H + ) I H-NMR(DMSO-d6): 6 ;3.78(3H,s), 
7.22(lH,t,J=52.1Hz) > 7.33(lH,s), 7.81(lH ) t,J=7.9Hz), 8.01(lH,d,J=7.9Hz), 

8.2- 8.4(2H,m)«Jft« 108 g£g| 141 tmmzLXTtl<Dit£®£'mz e 

APCI-mass;m/z224(M+H 4 ) 1 H-NMR(DMSO-d6): 6 ;3.69(3H,s), 5.25(2H,s), 
6.5-6.7(3H,m), 7.01(lH,t,J=26.5Hz), 7.1-7 .2(2H,m)§git0li 109 N-[2-[3-[tK 
P^v( ; *'^>^*)7S>']'7x^;U]-2-^yx5 1 ;U]7-bhTSK(475mg)<Dh;U 
x>(5ml)?£;"$IC. x^;UT5>(7)x^y-;K20% w/v,2ml)?g;$£i^(lml) 
ZtDTLtz. 95 deg C 7? 30 ftlSffi #U Mx^JUT?i&«Lfc. -t 

^^-c>'j*y;u,2% y^/— ;u*<by^i/>«t' 25g)i-* l JiB*u 

3-(l-X5 1 ;U-2-y^;U-lH-'rS^y-;b-5-'r^)-ha'<>-tf>(304mg)^# 
fc. APCI-mass;m/z232(M+H + ) , H-NMR(DMSO-d6): 5 ;1.17(3H,t,J=7.2Hz), 
2.39(3H,s), 4.00(2H,q,J=7.2Hz), 7.03(lH,s), 7.75(lH,t,J=7.8Hz), 
7.88(lH,d ) J=7.8Hz), 8.1-8.3(2H,m)§Sii0!l 110 gj§W 141 fcHHM-LTT 
|B0)<b^fe*^fco3-(l-X^;U-2-y5 1 ;U-lH-<5^^-;i/-5-<;U)TxiJ> 

APCI-mass;m/z202.4(M+H + ) , H-NMR(DMSO-d6): 6 ;1.14(3H,t,J=7.1Hz), 
2.34(3H,s), 3.91(2H,q,J=7.1Hz), 5.18(2H,s), 6.4-6.6(3H,m), 6.69(lH,s), 

i.o-7.2(m,mM^m in hi tmmizLXT&oitGtozmzo 

N 2 -(2- If 7 V - f Jl )-2,5- 7 S / t? U V ^ 

APCI-mass;m/z202(M+H + ) 1 H-NMR(DMSO-d6): 6 ;4.32(2H,s), 
4.49(lH,d,J=61Hz), 6.34(lH,t,J=6.1Hz), 6.41(lH,d,J=8.6Hz), 

6.84(lH,dd,J=8.6Hz,2.8Hz), 7.41(lH,dJ=2.7Hz), 8.46(lH,s), 8.55(2H,s)£3[ 
'ikm 112 5-^a ; Et°'JSv>(l.0g)a)^jSiSir.2-/h+v^x-;U7t-Cp>K 
(1.05g) iftft-J-MJ^A (2.0g) <D 95% X $ J — )l (10ml) K§ 
(50%wet,0.4g)±0) 10%/^7V^i*IC*inx..;S£!$|£ 36 ttlHSSKLfe. $ 

« #u-=. tt&saiiu ass +a>MH*»«Lfc. in 

T 2-( fc° U 5 5? > -5- -f ;U ) 7 - V - JU (984mg) $ *# fc . 
APCI-mass;m/zl87.2(M+H H ) 1 H-NMR(DMSO-d6): <5 ;3.82(3H,s), 
7.08(1 H,dt,J=l-0Hz,7.4Hz), 7.19(lH,d,J=8.0Hz), 7.4-7.6(2H,m), 8.93(2H,s), 
9.13(lH,s)§|ji0!l 113 2-(t°U5^>-5--<>IU)7xv-;K830mg)(D^(5ml) 
+ tBII(10nil)fl)»}B5ftlC. 5S^* l J r t7A(450mg)^ 0 deg C V&tfVlB 

xfco 5 deg c t? i b*ib«#u **icai^£. mmfez 4n 

fci-h'J^A^Sa-C PH8.0 lciSSLP^x^;u-ettt±JLf-o^l$tt 

SSLfco »at*>^y-iU-C»»U» &JiLT 3-(fc°'JSv 
> .5- >f ;u )_4_ pi h ^ v - h □ * > 4f > (443mg) ^ % tz a 
APCI-mass;m/z232(M+H + ) , H-NMR(DMSO-d6): 6 ;3.96(3H,s), 
7.42(1 H,d r r=9.4Hz), 8.3-8.4(2H,m), 9.02(2H,s), 9.21(lH,s)§8£0!l 114 3--h 
□ 7xx;U'(V i ? 1 ^>7^-h(1.8g)<h7-b5 1 JH=K : 7V>(740mg)<D n-?$/ 

— ^KJlJftir, l.s-vT+ffv^ofs^.oi^^x^^-x^^emi^Jjo^. 
fcc ;1£#9£ 8 B#r B 1s3SL@* tfc. Sl&lc in ABilx^jU-c 

tzo »a*^/-;uT»tt»L» SBU >^y-;u-cft»Lre**i*» 5-y 

^;U-4-(3-xhP7ix;i,).2,4-i/tKP-3H-l > 2,4-h'JT l /-;U-3-^^-> 
(1.56g) S H f: t APCI-mass;m/z237.33(M+H + )'H-NMR(DMSO-d6): 
<5 ;2.14(3H,s), 7.87(lH,t,J=7.9Hz), 7.97(lH,dt,J=82Hz,1.6Hz), 

8.3- 8.5(2H,m), 13.77(lH,broad s)§Ji£0!l 115 ;i/-4-(3--h07i- 
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;U>2,4-i?tKP-3H-U,4-h'J77-;U-3-5 t +>(1.0g)a>»ll(20ml)*fiS 
jftlC. Effilt*hU^A(1.17g)*(6nil)»?ft£ 5 deg C T'-jjS-f OjjQ*., il 
£®£ 100 deg C -C 4.5 B#Pifj!£#U=. »Ji*B*|Z *y Rfc£L, »»!::* 
£in*fc.»$fc* lN*»<b^h'J^A»*-C P H9.0lc|=H»Lfc.aiR1ft 
£it3&Ls *"Cifc*UI£***» 3->^;U-4-(3--hP7x^;U)-4H-l,2,4 HJ 
7*/— M564mg)* »fc o APCI-mass;m/z205(M+H + )'H-NMR(DMSO-d6): 
<5 ;2.39(3H,s), 7.88(lH ) t,J=8.0Hz), 8.03(lH,m), 8.37(lH,m), 
8.43(lH,t,J=4.1Hz), 8.79(lH,s)§&£0i| 116 S£i£0tl 141 <hf^lilcL-CTIB(D 
it£®£mtc a 3-(3->^;U-4H-l,2,4-h'J7l/-;U-4-'<;U)7- l J> 
APCI-mass;nVzl75(M+HVH-NMR(DMSO-d6): 6 ;2.31(3H,s), 5.49(2H,s), 
6.5-6.6(2H,m), 6.67(lH,dd,J=7.9Hz,1.8Hz), 7.17(lH,t,J=8 0Hz), 8.58(lH,s) 
M&m 117 SSiiflW 141 <t^^l^LrTlB(D^^^^#7io4->h^v-3-(5- 
tf'JSv — ;U)7 — 'J> APCI-mass;m/z202.27(M+H t ) 1 H-NMR(DMSO-d6): 
6 ;3.66(3H,s), 4.82(2H,m), 6.6-6.8(2H,m), 6.91(lH,dd,J=7.2Hz,2.1Hz), 
8.86(2H,s), 9.1O(lH,s)SJg0l 118 2-(3--ha7i-^)-l,3-vt+V7> 
(12.8g). ikitT^-^ A(1.75g)s X5 1 ;i/7;Ua-;K100ml)t7K(50ml)(7) 
SfcfclC-feT-f Kl2.8g)£ttl&(l 1.0g)*»S.s 70 deg C T?jt#Lf=o 
aaitT 40 $HB»tfc. ft»&> Kfc»a**Witx*ji,(M0ml)-CWR 
L. -fe^-fKeaiiftLfc. ;l&£t&*Q^®7Ki^HJ^A*^jS(200ml)£& 

n*(ioomi)-cjfcj*Lfc. ^eufciraiii^ttiiT^e/^A-ettaiLs a 

ttft"C«lfeLs JtiiLfco atjg<Z>;g*g£g£ L. atttttLT 3-0,3-i?** 
V V y -2- -f ) 7 - 'J > (9.76g) %%tzo MS:166(M+l)NMR(DMSO, 
5 ):3.8-4.1(4H,m), 5.10(2H,br s), 5.55(lH,s), 6.4-6.7(3H,m), 
7.00(lH,t,J=7.7Hz)ii)i^ 119 156 tHttlcLTTEflDfc^rlftS » 

fcoN-[3Kl,3-V^V7>-2--<;i/px^;U]-9H-^;U^-U>-l-*JU7KJr+>-5 
K (6.29g)MS:358(M+l)NMR(DMSO, «5 ):3.8-4.2(4H,m), 4.20(2H,br s), 
5.75(lH,s), 7.18(lH,d,J=7.6Hz), 7.2-8. l(9H,m), 8.11(lH,d,J=7.0Hz), 
lO.4O(lH,s)lSi£0l| 120 N-[3-(l,3-v7h^V7>-2-'f;i/px-;U]-9H-^;U7t- 
U>-l-*;U/H+-9-5K(5.90g)(Z)T L h7tKP77>(110ml)tt ] ^jS^I^. IN 
&i?(20ml)£MT'jQ*fc o 3 ftSlfllttft* fi££fiJitt*llFitx*-;U 
(300ml)-e#fJL,*(2X100ml), t&fQm^*^h'J ^A»jt(100ml). & 
tt*(100ml)T*$fei*Lfc. *i!Sttl7^*->'7 A-CftJ**1i\ ML 
fco ®4LT#bft7i^£i^X^;U(40nu)T'$&#L, N-(3-*;i/5;i/7x 
- ;i/)-9H-7 ;U /J" L >-l-* ;i/7f^ +>" S K(4.44g) (D IS H £ . 

MS:314(M+l)NMR(DMSO, 5 ):4.22(2H,br s), 7.3-7.9(7H,m), 
7.9-8.2(3H,m), 8.45(lH,br s), 10.04(lH,s), 10.63(lH,br s)§8iI0l] 121 HfiE 
m 122 fcB«lCL-CTCa)<b*«*»fc. 2-^PP-N-(3--hP^>vJU)-4- 
t° 'Jv;i/7S> MS:264(M+l)NMR(DMSO, 5 ):4.52(2H,d,J=6.2Hz), 
6.5-6.7(2H,m), 7.5-7.9(4H,m), 8.O-8.3(2H,m)g£0!l 122 118 <tl^ti 

lrLrTIS(D^^fe^#fc 0 N-(3-75/'<>v;i/)-N-(2-^PP-4-t 0 'Jv;U) 
75> MS:234(M+l)NMR(DMSO,<5):4.16(2H,d,J=5.8Hz), 5.06(2H,br s), 
6.36-6.6(5H,m), 6.97(lH,t,J=7.6Hz), 7.39(lH,t,J=5.8Hz), 

7.79(lH,d,J=5.8Hz)ili£0!l 123 2-^PP-N-(3--hP^>v^)-4-t°'J i>)lT 
S>(264mg)(D/^>'-JU(10ml)cf'^jS;'Slr. j£it(10%,50%wet,50mg)±<D 
/<7i/^A*ttJl.»&tifcil^1fc$**«ET'e 3 ntn*££ft]L*:. 
ftbJi^SiiLs iij«^METt?;l$iL N-(3-7S^Ov;U)-N-(4-t°'J^;U) 
7S>(232mg)$ff fe. MS:200(M+1)NMR(DMSO, 6 ):4.36(2H,d,J=5.8Hz), 
6.4-6.6(3H,m), 6.7-7.2(3H,m), 8.15(2H,d,J=6.5Hz), 9.22(lH,t,J=5.8Hz)§&3i 
m 124 lX-?*1j)l,#-)l t MZW-)H\.Slg)s<(&J-Wl43mg)t 
7-bh-h<J;K27ml)0);l&^lr7-lrH-h , J;K7ml)i:'1'5^V-^(477mg) 
t*J(D 3-xhpK>i/ J lU75>-£^t(1.32g)0>^>§;*$£ 2-4 deg C T'JQ*. 
fco MT?3 B#|HHt#Lfcfc* 5f5S^^lC4-7;U^P-l,2-'<>-tf>v7S 
>(1.77g)£H#TICJ)Dx.*: 0 50 deg C T* 3 RIHL MST* 20 
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»aiL»N-(2-75y^-7;U^-a7i=;U)N'-(3--hP / <>S?Jb)^R* 
(2.28g) £ fc o MS:321(M+l)NMR(DMSO, 5 ):4.80(2H,d,J=5.9Hz) > 
5.17(2H,br s), 6.2-6.6(2H,m), 6.8-7.1(lH,m), 7.61(lH,t,J=7.9Hz), 
7.78(lH,d,J=7.7Hz), 7.8-8.2(3H,m), 9.00(lH,br s)gi&0!l 125 N-(2-T5/-4- 
7;U^-P37i-;U)-N'-(3--hP'<>v;U) : 5 L ^^*(2.03g)(Dh;UX>(50ml) 

i-x^ju-3-(3-i/y^;u75/^peju)*;u7|-:i?'f5K^M 

(1.82g)^UT>ia%fe. 1 10 deg C T? 30 ^felf&Lfco R 

Kx^;U(50ml)-C#S|?L. 5%i*Mii7HJ^A7K;#&(80ml). 7K 
(2X50ml), ^li7K(50ml)-egt^Lf-o WIB*ttll"7^**>^ATfffi«* 
t!\ JgilLfco ®*LT^bHfcJS^vU*<f;U^fflU7t^P^hy^'f 
-|C e tyflSSti^^x^^X*5taiL,5-7;U^-Q-N-(3--hP'<>i?;U)-lH- 
^ > X 'f 5 ^ i ; - Jl/ -2- 7 5 > (676mg) CD fg £ £ % fc . 
MS:287(M+l)NMR(DMSO, 5 ):4.64(2H,d,J=6.1Hz), 6.5-6.8(1 H,m), 

6.8- 7.2(2H,m), 7.2-7.6(lH,m), 7.63(lH,t,J=7.9Hz), 7.83(lH,d,J=7.6Hz), 
8.12(lH,d,J=8.2Hz), 8.24(lH,br s), 11.00(lH,brs)ISjii53 126 $S3i0>] 118 t 

X -f 5 9 V — )\> -2- 7 5 y MS:257(M+l)NMR(DMSO, 
«5):4.35(2H,d,J=6.1Hz), 5.01(2H,br s), 6.3-6.8(4H,m), 6.8-7.2(4H,m)g[ii0l| 
127 Mm 124 £HttlCLTTE©fc£fc£*fc.N-(2-75/-4-yh**> 

yji-Jiyii' -(3-— hP^<>S?;l/)^^-R* MS:333(M+l)NMR(DMSO, 
<5 ):3.67(3H,s), 4.79(2H,d,J=5.9Hz), 4.87(2H,br s), 
6.18(lH,dd,J=2.7Hz,8.6Hz), 6.34(lH,d,J=2.7Hz), 6.84(lH,d,J=8.6Hz), 
7.60(lH,t,J=7.8Hz), 7.7-7.9(2H,m), 8.0-8.2(2H,m), 8.95(lH,br s)M£0q 128 
&&m 125 <tPl^lcLrTIB(7)^^^#fco5-/h^v-N-(3--hP'<> 
V ;U )-lH- * > X •< 5 ^ 7 — -2- 7 S > MS:299(M+l)NMR(DMSO, 
<5 ):3.69(3H,s), 4.62(2H,d,J=6.0Hz), 6.4-6.6(lH,m), 6.73(lH,br s), 

6.9- 7.4(2H,m), 7.62(lH,t,J=7.9Hz), 7.84(lH,d,J=7.7Hz), 8.0-8.2(lH,m), 
8.24(lH,brs), 10.7-1 0.9(lH,m)IS^^ 129 fijgffl 118 tlsUil-LTTfBO) 
^b^^$^7i.N-(3-75/^>v;U)-5-^h^rV-lH-'<>X'r5'S'*l/-;U-2- 
7 5 > MS:269(M+l)NMR(DMSO, 6 ):3.69(3H,s), 4.33(2H,d,J=6.0Hz), 
5.00(2H,br s), 6.3-6.6(4H,m), 6.72(lH,d,J=2.3Hz), 6.8-7.1(3H,m), 
lO.51(lH,brs)g|&0!l 130 5-(3-7;l/^-P-5--hP7i-;U)-l,2-v>5 1 ;U-lH- 
4ZW-)Hmmg)t : E)l7* , )>(5ml)<DM£®$:'&ffi.TX* 36 P#Pa1*Dlft 
Lfc. #SP&. RJ6»***BIIX^L<50ml)-Cft«L» 7K(30ml)T*2 IU& 
#Lfc. »WLfc**l*B*L, #e>*lfc»»*-f V^Ptf^x— rJU-C 
»#L» fit* A&ftfc. aiS»**<b^^«fT?»#L. «»"7^**>^ 
AT*£JiL, 5Stt«-CBlfeLs SilLfc. -fV^Plf;H-T-iU-et»»LT 
^b^fc^Jl^S*L.4-[3-(l,2-v^7^-lH-'f'S^7-;i'-5-'f;U)-5-Xh 
P 7 i - Jl- ] t Jl* 7 t 'J > (327mg) Ji^gitLtifc. 
MS:303(M+1)NMR(DMSO, (5 ):2.36(3H,s), 3.2-3.4(4H,m), 3.57(3H,s), 
3.6-3.9(4H,m), 7.03(lH,s), 7.3-7.4(lH,m), 7.5-7.7(2H,m) U it 01 131 
4-[3-(l,2-v>5 1 ;U-lH-'1'5^ t /-JU-5-'r;U)-5--hP7x^;i/] ; E;U-7^ l J> 
(320mg), S14^(480mg)<t:xh7th*P77>(4.8ml)(Djg^felC s &<bm= 
tfc-6 7Kfi3tl(32mg)i:th7V>-l *fQ^(0.48rol)£*Q*fc. *CD;1£!$)£ 

so deg c t? i mmnamLtzo kiss***** Lfc. *#b*tfcjs 

fc. »ttLfc*««£ttl!-?y**>'> ATflfcJiL. iEtiBLfc. )|jt«)Sit 
^S*L.3-(l,2-vyf 1 ;U-lH-'r5^l/-;U-5-<;U)-5-(4- ; E;U7^'Jx;U)7 
— U > (277mg) £ IS d UT II fc . MS:273(M+l)NMR(DMSO, 
<5):2.31(3H,s), 2.9-3. l(4H,m), 3.48(3H,s), 3.6-3.8(4H,m), 5.03(2H,br s), 
6.0-6.2(3H,m), 6.71(lH,s)§£iH5l| 132 3,5-v75y'!7PP'<>-tf>(3.0g)a>4r 
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tt(30ml)»$$ 12 B#MiI3tU!:. 10 # 

IHWHf Lfc. 3fcWHi£a*U *"Cife*U (Hiu n-(3-?pp-5-*;us;u 

75/7x^/U)*;UA75K (3.64g) £ 19 fc . 
APCI-mass;m/zl99.07(M+H + ) 1 H-NMR(DMSO-d6): 6 ;7.48(2H,s), 
7.73(lH,s), 8.28(2H,s), 10.41(2H,s)«Jt« 133 3,5-i>-hD^>V-^))l 
(2 . 7 5 g) (7) > £ / — ; U ( 1 5ml) * i: =f V 7 1 h* □ 7 7 > ( 1 5 ml) CO S £ & £ M ^ 
(5O%wet)±0) 10%/^vOAT'TK^flfflmT 6 B#P B l7K^jS»DLfc, ttH 

fcStiaufco */U*yju£ffli*fc*7A*p-7K^7.f-ic 

J:y«SL 0-l%^/-;KDm^b^b>^-C^tULT, 3-v7A5-=hP 
7 = 'J >(951mg)£#fc„ ESI-mass;m/zl62.3(M-H + ) l H-NMR(DMSO-d6): 
(S;6.33(2H,s),7.24(lH,s),7.6-7.8(2H,m)§J£0!] 134 §l&#i 132 tPltilCL 
T T IB 0> lb * £ . N-* iV 5 -3-v 7 J -5- h P T - 'J > 
APCI-mass;m/zl90.20(M-HYH-NMR(DMSO-d6): 5 ;8.32(lH,s), 
8.44(2H,m), 8.76(lH,s), 10.94(lH,s)§Jjg$ 135 N-/tNjl/5;U-3-*>7 '> '-5--K 
P 7 - 'J > (994mg) i: & *l U 0 A (862mg) (D N,N- v > ;U A 7 5 K 
(10ml)*»JB}ftlC, 2-^P ; E-3-^>'>(864mg)^JjQ^. jg£!$l£ 2 l$M&t 

^AT*E**1*H£Lfc. «aiC»»7> : E-^A(4.01g)*»Iis ftlt 
(lml)<D*vU>(20ml)if£ 30 »Wia3iELfc. M^lz^M^Jlt IN* 
ltlb:r-h^A*^$(lOOml)£AD;u lOflfflaaELfc. TkH 

»££S/'jay;u 25 g *fflL^fc*^A^p-7h^7-f--c»«L.2%^y 

-;U/^b^U>Tf5taiLT,4 > 5-i?y i ? 1 ;U-l-(3-i/7A5--hP7i-;U)^ 
5 ? »y - (0.81g) £ f# fc 

APCI-mass;m/z243.13(M+lT) , H-NMR(DMSO-d6): 6 ;2.16(3H,s), 
7.87(lH,s), 8.50(lH,t,J=1.7Hz), 8.55(lH,m), 8.81(lH,t,J=1.7Hz)g{ji0lJ 136 
N<3-^PP-5-*;U5;U75A7x:^U)*;UA75K(lg)0) N.N-S^^U* 
;UA75K(10ml)*Ba«lC 60%**ft*hU^Aa>tt»att*(201mg) 
*JB;U 3B«ft« 30 fl-|HI«#Lfc. SfcfclC 2-?p;E-3-?*y>(760mg) 
<D N,N-v>7-;U^l/A75K(5ml)*£J]0^.;g^!fel£ 2 l#IHI«#Lfc. S 

^■fr,5t^@SL.N-[3-<7PP-5-[tx;us;Ki-^^-2-^v-^Pt° 
) 7 5 y ] 7 i - ] * A 7 5 K (560mg) % tz 0 
APCI-mass;m/z268.73(M+H + ) l H-NMR(DMSO-d6): 8 ;1.32(3H,d,J=7.1Hz), 
2.14(3H,s), 4.66(lH,q,J=7.1Hz), 7.1-7.3(2H,m), 7.42(lH,s), 7.73(lH,s), 
8.3-8.5(2H,m), lO.51(lH,s)il&0!l 137 N-[3-^PP-5-[^;US;U-(l-^^^-2- 
^-arV-^PtfJU)75>']7i-;U]^-'UA75K(443mg)i:i^^7> I E-^A 
(1.27g)tP^(0.5ml)(D+vU>(10ml)4 3 !gS^ 130 deg CT*30#fsHi 
»Ufc.»*Ull=Bi|X^;i/t IN 7K^b^HJ^A7Kj§;$(100ml)£jQ 

io am«#Lfc.*n£ttfflL*t*tt*-cft»uttir7 

?*S/^AT?ft**1*»«*B£L/i:.M* 6N £&(lml)i:^-;U 
(lml)lc»#£lt»»* 1 B#HII«#Lfc. S6*l= lN*Kft-^MJ«>A* 
j§»(10ml)t»Sx^;K20ml)$»^fcottaiL7i:^«l£^*r^^ 

■rJU-CttftL. aM*L?£«*1i\ 4,5-S5/^-;I/-1-(3-^PP-5-75-/7x=;U) 
•< 5 ? 1/ - (287mg) £ ft tz 

APCI-mass;m/z222.33 s 224.37(M+H + ) , H-NMR(DMSO-d6): 8 ;2.06(3H,s), 
2.08(3H,s), 5.75(2H,s), 6.44(lH,t,J=1.9Hz), 6.52(lH,t,J=1.9Hz), 
6.64(1 H,t,J=1.9Hz), 7.58(lH,s)§?jg0!l 138 4,5-v^ ;U-l-(3-*>7A5--hP 
7x^;i/)>r5^l/-;U(125mg), J&<b&(III)(8mg). ^(120mg)©xh : 7tKP 
77>(lml)0)BjS^IC. TKffitK^V^CO.lSml)^*. 80 deg C 

v i mffim#Ltz a Mmn£L.Mfozmmx?)i>T'%®Ltz,mm 



Page 51 Paterra Instant MT Machine Translation 



WO2001068585A1 



? */ - >\s (106mg) £ ft fc 
APCI-mass;m/z213.20(M+H + ) 1 H-NMR(DMSO-d6): 6 ;2.07(3H,s), 
2.08(3H,s), 5.94(2H,s), 6.79(lH,t,J=2.0Hz), 6.9-7.2(2H,m), 7.62(lH,s)§?& 
011 139 3,5-v-hOT-y-;K5.0g)(7)y^y-;K25ml)cf .hxh^tKP^^ 
>(25ml)CDSjS^^^(50%wet)±CD lOro/^v^A-CTK^flfflmT 7 

iD;l;!£$£ l BSMSSELfc. S^tt**l=a ALfc. 2tJ6ft£ 

a»ue*Lfe. fcwxn&sWf^ so g ^jHi^a^A^n^^-?* 

-"CUtiU 30-50%rax^;UO)^-9->if T*»tUU N-*;US;U-3->h 
* v -5- - h □ 7 - «J > (1.73g) £ ^ tz . 
APCI-mass;m/zl95.07(M-H + ) 1 H-NMR(DMSO-d6): «5 ;3.89(3H,s), 
7.4-7.6(2H,m), 8.14(lH,t,J=l-9Hz), 8.37(lH,s), lO.63(lH,s)§i)£0g 140 fi 
fifl 135 i:p|«lCLTTE©ft*tt*»fc.4,5-e?y^;U-l-(3-^h**>-5- 

-hp^x-ju)-r5y7-;u 

APCI-mass;m/z248.20(M+H + ) 1 H-NMR(DMSO-d6): «5 ;2.12(3H,s), 
2.14(3H,s), 3.94(3H,s), 7.50(lH,t,J=2.1Hz), 7.7-7.9(2H,m)S?j£0!i 141 4,5-v 
>5 L JU-l-(3-^h*v-5--hP^x^.;U)'r5y^-;U(500mg)(Dy^/— )l> 
(10ml)4 3 ^jS^^^*(50%wet,100mg)±(D 10%/^^AT?7K^I?fflSl 
T 3 ftlMft&gjHLf::. ftUKSaSU a»*a«l/C* 4,5-v«*f ;U-l-(3- 

n ^ •> -5- 7 ; y 7 i - * ) ^ ; y i / - ;^ f t . 

APCI-mass;m/z218.33(M+H + ) 1 H-NMR(DMSO-d6): 5 ;2.06(3H,s), 
2.08(3H,s), 3.69(3H,s), 5.41(2H,s), 6.04(1 H,t,J=2.0Hz), 6.09(lH,t,J=2.0Hz), 
6.18(lH,t,J=2.0Hz), 7.52(lH,s)§Sii0!l 142 4->f- ;l/-l-(3-- h P 7i- 
JU)-lH-'T5yi;-;K3.2g)roT-bh-hU;K2ml)4 ] Sj!I^I^N-<7PPX^-> 
W5K(2.73g)*jDX.s 70 deg C T? 6 ftM«& Uz a 

x*;i/t?#«U in *»fc-*-HJ *, ft**^aj*Lfc. 5J- 

50g *fflL^=*7A^a-7h^7-f--C»RL.30%»||i^-JKD 
n ./sdr-^>43X*itaiLT,5-<7PP-4-P t; ? L ;U-l-(3--hP , 7i-;U)-lH-l'5^ 
I/— ;U(642mg)St»fc o APCI-mass;m/z238.27(M+H + )'H-NMR(DMSO-d6): 
<5;2.18(3H,s), 7.8-8.1(2H,m), 8.08(lH,s), 8.3-8.5(2H,m)ISiii^l 143 §gji0] 
138 tmmzLTTtiOit-SVaZmzo 3-(5-<700A-^)\,-\H-^^/- 
-1- ■< ;u ) 7 - "J > 
APCI-mass;m/z208.20,210.13(M+H + ) , H-NMR(DMSO-d6): 5 ;2.13(3H,s), 
5.47(2H,s), 6.5-6.7(3H,m), 7.15(lH,t,J=7.9Hz), 7.80(lH,s)gjH5q 144 2--J7P 
P-3-^JU-5--hPt°'Jv>(967mg)i: 2-tf 'J v;U^>T5>(1.7ml)<7)T-h 
7tKn77>(10inl)+S^«B* 18 I^IBftff Lfc. &£A*l 1 

l$lll|«l*fLfco 3fcRLfcB»**aBtU *t?*»U tt«U 3->^;u-5- 
- h □ -N-(2- f 'J ^ ;U > ^ )-2- 1? 'J V > 7 £ > (985mg) £ c 
APCI-mass;m/z245(M+l)NMR(200MHz,DMSO-d6): «5 ;2.25(3H,s), 
4.79(2H,d,J=5.9Hz), 7.23(lH,d,J=7.4Hz), 7.26(lH,d,J=7.7Hz), 

7.71 (lH,td,J=7.7Hz,l. 8Hz), 8.01(lH,t,J=5.9Hz), 8.08(lH,t,J=2.6Hz), 
8.49-8.53(lH,m), 8.77(lH,d,J=2.6Hz)Sli£0l| 145 3->f 1 ;U-5--hP-N-(2-tf 
U^;U^5 i JU)-2-t'Uv>75>(970mg)CD>^>'-;K15ml)i:Th : 7tKP77 
>(15ml)ct 1 ^S^^^^±(7)/^V'!7A(10%w/w,50%wet ) 450mg)-e7kS 

mm%T 5 Rin**a»iLfco«a*a*L»ata*aET-cB*LT» 

3- * =f- )\, -N 2 -(2- t° 'J v ;U * * )l )-2,5- fcf 'J V ;U v 7 5 > (85 lmg) £ tz . 
APCI-mass;m/z215(M+l)NMR(200MHz,DMSO-d6): 5 ;2.07(3H,s), 
4.24(2H,s), 4.53(2H,d,J=5.8Hz), 5.75(lH,t,J=5.8Hz), 6.73(lH,d,J=2.6Hz), 
7.16-7.28(3H,m), 7.66(lH ) td,J=7.6Hz,1.8Hz), 8.47(lH,d,J=4.0Hz) S it M 
146 2-'i7PP-5--hP-3-(hy7;U^-P> ; ? 1 ;U)t: , Jv>(226mg)i: 2-f'J v^l/^ 
$>75>(0.2ml)(B^r^tKP77>(2.0ml)*iS£$l£ 18 ftlBll»Lfc. 
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*U £JiLT 5--hP-N-(2-t 0 'Jv;u^;u)-3-(K , J^^^"' :i >^^)-2-t: 'J 
v > 7 S > (277mg) £ ft fc 
APCI-mass;m/z299(M+l)NMR(200MHz,DMSO-d6): <5 ;4.86(2H,s), 
7.24(lH,d,J=7.6Hz), 7.27(lH,d,J=5.1Hz), 7.75(lH,td,J=7.6Hz,1.8Hz), 
8.46(lH,s), 8.47(lH,s), 8.51(lH,dd,J=6.3Hz,1.6Hz), 9.08(lH,d,J=2.6Hz)M 
'&m 147 5--hP-N<2-eUvJl/>T;U)-3-(hU^;^P^;i')-2-t°'Jv>7 
5>(265mg)(D^/— iKa.OmD^h^th'P^^^CS.Oml)*^^^©!* 
(10%w/w,50%wet,82mg)±(7)/^V r !7AT'7K^#ffl^T 3 BtfalTklTOn 

Lfc. tt£$a£u a»£*E-F-eH£LT\ N 2 -(2-tf u *>n,**)\,yuy 

*) 7 )[,* a * T )-2,5- tf U y Jl/ v 7 ; > (240mg) £ ft tz . 

APCI-mass;m/z269(M+l)NMR(200MHz,DMSO-d6): 

<5 ;4.59(2H,d,J=5.4Hz), 4.74(2H,s), 6.27(lH,t,J=5.4Hz), 7.19(lH,s), 

7.20(lH,s), 7.25(lH,s), 7.70(2H,td,J=7.6Hz,1.7Hz), 8.49(lH,d,J=4.6Hz)l![iI 

m 148 2-^PP-5-^hPt°'Jv>(650mg).N-^;K2-t° , Jv;i')>^>75> 

(600mg) < !:h , Jx^^TS>(0.7ml)(DT-h7tKP^7>(6ml)4';1^!fel^ 18 

SS&U *T*fti*U f£*ILT N->T^-5--hP-N-(2-t°'J v;U^^)-2-t° 
'J v > 7 5 > (563mg) * ft tz 
APCI-mass;m/z245(M+l)NMR(200MHz,DMSO-d6): d ;3.27(3H,s), 
5.01(2H,s), 6.83(lH,d,J=9.5Hz), 7.23(lH,d,J=7.4Hz), 

7.28(lH,dd,J=7.5Hz,4.9Hz), 7.76(1 H,td,J=7.7Hz, 1 .8Hz), 

8.23(111^=9.51^,2.8^), 8.51(lH,d,J=4.1Hz), 8.95(lH,d,J=2.8Hz)l!i£i5ll 
149 N-^;U-5--hP-N-(2-t'' l Jv;uyT;U)-2-t o 'Jv>75>(200mg)0)y'S' 
J - )\, (3.0ml) tf h7tK077> (3.0ml) * B S Jft * S * 
(10%w/w,50%wet,93mg)±(D/^v , t'ixt7K*llfflMT 3 B#Fb1tK*^J0 

Lfco f)4iI£ifi£L* a**«ET-c8*LT» N 2 -^;u-N 2 -(2-t? 'J v;u> 

^ ;U )-2,5- tf 'J V ;U V 7 5 > (174mg) £ ft f= . 
APCI-mass;m/z215(M+l)NMR(200MHz,DMSO-d6): 5 ;2.97(3H,s), 
4.41(2H,br), 4.70(2H,s), 6.47(lH,d,J=8.7Hz), 6.91(lH,dd,J=5.8Hz,2.8Hz), 
7.07(lH,d,J=7.8Hz), 7.21(lH,dd,J=6.4Hz,4.9Hz), 7.55(lH,d,J=2.4Hz), 
7.67(lH,td,J=7.7Hz,l:8Hz), 8.48(lH,d,J=2.8Hz)gJ£0l] 150 N-^^JU-5--h 
P-N-(2-t°'Jv;U>5 1 Jl/)-2-t° l Jv>7S>(194mg)t N-£ PO^ «»-f5K 
(135mg)07^h-hU JH2.5ml)*g£fe£M*flfflmTT' 60 deg C, 4 B# 
H«#Lfc. g£fc£ttft**b>-e*IRU IN TK^b^-h'JOATKm^ 
(30ml). *fcft£*-e3fe&U ttlT7?*$/^A-e«aiU «ET"e»ii£ 
@*L,3-^PP-N-^^;U-5-^hP-N-(2-t°'Jv;U^;U)-2-t 0, Jv>TS> 
(216mg) £ ft „ APCI-mass;m/z279(M+l)NMR(200MHz,DMSO-d6): 
6 ;3.32(3H,s), 5.03(2H,s), 7.26-7.35(2H,m), 7.77(lH,td,J=7.7Hz,1.8Hz), 
8.40(lH,d,J=2.4Hz), 8.51(lH,dt,J=3.8Hz,0.8Hz), 8.91 (lH,d,J=2.4Hz)gfiHS!l 
151 3-'57PP-N-y5 1 ;U-5--hP-N-(2-t 0 'Jv;U^^;U)-2-t° l Jv>TS> 
(200mg)i:S14K(330mg)(7)x t K P 77>(4.0ml) * B M ft \Z % t&it % 
H^A7KW^(20mg)<!:th*7V>-7KSl!fe(0.4ml)£l)Dx.. 2 ftlfflSiilELfc. 

t#fi*-efc&u air??*i'4A-ettit3-fr. 8et-c»«*b*u 

3-^aD-N 2 ->^;U-N 2 -(2-bf l Ji/;uy^;U)-2 ) 5-tf'Ji?;Ui/75>(185mg)$ft 
fc „ APCI-mass;m/z249(M+l)NMR(200MHz,DMSO-d6): 5 ;2.66(3H,s), 
4.29(2H,s), 5.15(2H,s), 7.07(lH,d,J=2.5Hz), 7.20-7.26(lH,m), 
7.44(lH,d,J=7.8Hz), 7.59(lH,d,J=2.5Hz), 7.74(lH,td,J=7.7Hz,1.8Hz), 
8.45-8.48(lH,m)SJ&0« 152 2-^PP-5--hP t°U v>(665mg). (4->^JU-2- 
eUv;U)^>7S>(1.0g)tK'Jx^;U75>(0.53ml)(Dxh = >t:KP7 : 7> 
(8ml)* ;!£!&]£ 18 ft|«a*fLfc.;1^*S»ilx^U-eftfiL»*»fi 
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7^-f-(v'J*y^ loog. i-4%>^/-;u/^k^L^>jiai)ic < feyfiiSL. 

N-[(4-^;U-2-t o Uv;U)y^;U]-5--hP-t°'Jv^7S>(300mg)^^fco 
APCI-mass;m/z245(M+l)NMR(200MHz,DMSO-d6): d ;2.29(3H,s), 
4.80(2H,d,J=5.3Hz), 6.71(lH,d,J=8.8Hz), 7.11(lH,d,J=5.1Hz), 7.16(lH,s), 
8.15(lH ) dd,J=9.4Hz,2.8Hz), 8.38(lH,d,J=5.0Hz), 8.63(lH,t,J=5.3Hz), 
8.90(1 H,d,J=2.8Hz)ggii{5!l 153 N-[(4->^^-2-t° l Ji/;U)/ : ? 1 ;i/]-5--ha-2- 
t°Uv>TS>(150mg)(D>^y-^(2.0ml)i: : fh7tKP7 : 7>(2.0ml)4 3 ^ 
}S^0t*(lO%w/w,5O%wet,56mg)±<7>/^v't7AT*7K*IIHaT 6 ft 
|B|**«»Lfc. tt«l$ai£L, a«fc»ET-CB* LT, N 2 -[(4-^U 
-2- tf 'J V JU ) / f- ;i/ ]-2,5- bf y V ;U V 7 £ > (133mg) £ . 
APCI-mass;m/z215(M+l)NMR(200MHz,DMSO-d6): 6 ;2.25(3H,s), 
4.29(2H,br), 4.38(2H > <U=61Hz), 6.17(lH,t,J=6.1Hz), 6.36(lH,d,J=8.6Hz), 
6.82(lH,dd,J=2.8Hz,8.6Hz), 7.04(lH,d,J=5.0Hz), 7.13(lH,s), 

7.42(lH,d,J=2.7Hz), 8.33(lH,d,J=5.0Hz)iiai^j 154 2-^PP-5--hPtf y$? 
>(1.35g).(3-> i f;U-2-ey^;U)^^>7S>(4.2g)<!:hyx5 1 JU75>(4.7ml) 

(Dxh : 7th*P7 : 7>(20mi)*;i^!fei^ is msmnuzo ad***i=a# 

AH, 1 BSflllftttLfc. &»LfcH»1!B*a«lU *"Cft*U VTPtf 
;n-x;u<!:*$/-;u-e$#u &*£U N-[(3-*?;i/-2-try v;u)*^ 

)l ]-5- = h P -2- tf 'J v > 7 5 > (776mg) £ % tz . 
APCI-mass;m/z245(M+l)NMR(200MHz,DMSO-d6): 5 ;2.34(3H,s), 
4.71(2H,d,J=4.9Hz), 6.79(lH,d,J=9.2Hz), 7.24(1 H,dd,J=7.6Hz,4.8Hz), 
7.6 1(1 H,dd,J=7.6Hz,0.8Hz), 8.13(1 H,dd,J=9.3Hz,2.7Hz), 

8.37(lH ) dd,J=4-8Hz,l.lHz), 8.48(lH,br), 8.92(lH,d,J=2.7Hz)SliH5l| 155 
N-[(3-y^;U-2-lfyv;b)/^;U]-5--hP-2-t''yv>75>(200mg)C7)>^y 
- (3.0ml) t f h 7 t h' P 7 7 > (3.0ml) 4> 8 S ft $ ft 3R 
(10%w/w,50%wet,90mg)±OT/^V^AT*7KltflfflsiT 3 B^^TK^^JlD 
Lfco MJt£a*U a»*aET-eB*LT» N 2 -[(3-^;U-2-tf y$;;u)> 
^ ;U ]-2,5- t° 'J v ;U v 7 S > (147mg) $ ft . 
APCI-mass;m/z215(M+l)NMR(200MHz,DMSO-d6): 8 ;2.31(3H,s), 
4.31(2H,br), 4.40(2H,d,J=5.1Hz), 5.98(lH,t,J=5.1Hz), 6.49(lH,d,J=8.6Hz), 
6.85(lH,dd ) J=8.6Hz,2.8Hz), 7.20(lH,dd,J=7.5Hz,4.8Hz), 
7.49(1 H,d,J=2.6Hz), 7.57(lH,d,J=7.4Hz), 8.36(lH,d,J=48Hz)lSl£0iJ 156 2- 

^pp-5-^hPtfyi?>(i.og),[3-^pp-5-(h , J^ J 'u^-p> : ? 1 ;u)-2-t°y^;u] 

^^>75>-^^(1.86g)thyx5 1 ^75>(1.7ml)(D J fh ; 7tKP7 ; 7> 

(iomi)*a*** is ^mmnuzo s*tt£*i=:a#A.*u 1 b»mii»l 
fc, ftfBLfeSKttsaau u &*tu N-[[3-^pp-(5-hy^u 

tP>^^)-2-eyv;U]y^;U]-5-xhP-2-lfyv>75>(1.12g)^fffr. 

APCI-mass;m/z333(M+l)NMR(200MHz,DMSO-d6): 

6 ;4.94(2H,d,J=5.6Hz), 6.79(2H,d,J=9.0Hz), 8.16(lH,dd,J=9.3Hz,2.8Hz), 

8.49(lH,s), 8.66(lH,br), 8.87(lH,d,J=2.8Hz), 8.89(lH,s)^ji^ 157 N-[[3-? 

nn.(5-hy^;u^-p/^;u)-2-fyi/;u]>^;i/]-5-xhP-2-tfy v>75> 

(300mg) (D* $ J - M3.0ml) tfr H 7 1 K P ? 7 >(3.0ml) * B M ft £ ft ^ 
(10%w/w,50°/owet,85mg)±(7)/^ : 7V , t7A-e7K*llfflaT 6 BtFalTK^^ilP 
Lfcoftfe«^a*L,a^^ET-e®*LT,N 2 -[[3-^PP-(5-hy^^^ 
D ^ ^ ;U )-2- e 'J v ;U ] y 5 1 ;U ]-2,5- tf 'J v JU v 7 5 > (31 5mg) £ 0 
APCI-mass;m/z303(M+l)NMR(200MHz,DMSO-d6): «5 ;4.72(2H,s), 
6.55(2H,br), 6.70(lH,d,J=8.9Hz), 7.03-7. 15(3H,m), 7.52(lH,d,J=8.3Hz), 
8.88(1 H,s)8£0i 158 2-->PP-5--hPt°'J 5?>(1.0g)t 3-t?'J v^U>^>7S 
>(1.28ml)<D ; fK7tKP77>(10ml)4';1^^ 18 MIHtftLfc. MM 
frjclcft* 1 B*fBHf#Lfc. 2fcIBLfcil»»£a8lU 7KT?ft;$U 
|tJtL.5-xhP-N-(3-t°y v;U>^^)-2-t o yv>75>(1.08g)^#fc. 
APCI-mass;m/z23l(M+l)NMR(200MHz,DMSO-d6): 
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6 ;4.65(2H,d,J=5.8Hz), 6.65(lH,d,J=9.3Hz), 7.36(lH,dd,J=7.7Hz,4.8Hz) ) 
7.73(lH,dd,J=l-8Hz,7.8Hz), 8.15(lH ) dd,J=9.3Hz,2.8Hz), 
8.47(lH,dd,J=4.8Hz,1.5Hz), 8.57(lH,d,J=19Hz), 8.62(lH,t,J=5.7Hz), 
S.92(lU,d,J=2.SBz)W^m 159 5--hD-N-(3-t°' J v;U^U)-2-tf'Jv>7 
5>(4OOmg)0/^/-;U(5.Oml)t J fh : 7tKa^7>(5.Oml)*^ji;'a^^^ 
(10%w/w,50%wet,160mg)±<D/^v^ AT'Tk^flH^T 6 B#Fb1tK*^JH1 
Lfc.tt»*a*U 3t***ET-CB*LT. N 2 -(3-tf'Jv;i^;U)-2,5- 
e 'J V ;U 5? 7 5 > (330mg) £ ft fc „ 
APCI-mass;m/z201(M+l)NMR(200MHz,DMSO-d6): 6 ;4.31(2H,br), 
4.36(2H,d,J=6.2Hz), 6.21(lH,tJ-6.2Hz), 6.34(lH,d,J=8.6Hz), 

6.82(lH,dd,J=8.6Hz,2.8Hz) ) 7.29(lH,dd,J=7.8Hz,4.8Hz), 
7.43(lH,d,J=2.7Hz), 7.69(lH,d,J=7.8Hz), 8.40(1 H,dd,J=4.8Hz, 1.5Hz), 
8.52(lH,d,J=1.9Hz)iaji^ 160 2-?PP-5-z:hPt:'Jv>(1.0g)i: 2-(2-t?'Jv 
;U)X^;U75>(1.66ml)(7)xh7t:KP7 : 5>(6.5ml)*; , l^!|«!l^ 18 l$Mft 

U *T!Jfe»U ftflkU 5-^hO-N-[2-(2-tf 'Jv^)X^;U]-2-t°'Jv>T5> 
(1.5g) ^ S t: „ APCI-mass;m/z245(M+l)NMR(200MHz,DMSO-d6): 
5 ;3.02(2H,t,J=7.3Hz), 3.78(2H,br), 6.55(lH,d,J=9.4Hz), 
7.23(1 H,dd,J=7.6Hz,4.8Hz), 7.28(1 H,d,J=7.9Hz), 

7.71(lH,td,J=7.7Hz,1.8Hz), 8.09(lH,d,J=7.2Hz), 8.21(lH,br), 

S.SKlHAJM.SHz), 8.92(lH,d ) J=2.7Hz)ii)t^J 161 5--hP-N-[2-(2-fcf'Ji> 
^)X^;U]-2-t°U^>TS>(200mg)(Dy^/-;K3.()ml)<h J fh : 7tKP7 i 7> 
(3.0ml)*^S^^K^(10%w/w,50°/owet ) 80mg)±(D/'? : 7V , t7Ar'7K^II 
HftT 3 B*lllI*3l5361IlLfcitt«t*aiiL»a5ft**ETt?H*LT» 
N 2 -[2-(2- tf UvJ^If ]-2,5- e 'J V )V is 7 5 > (184mg) £ ft fc . 
APCI-mass;m/z215(M+l)NMR(200MHz,DMSO-d6): (5 ;2.93(2H,t,J=7.4Hz), 
3.47(2H,td,J=7.4Hz,5.9Hz), 4.27(2H,s), 5.60(lH,t,J=5.9Hz), 

6.29(lH,dJ=8.6Hz), 6.81(lH,dd,J=8.6Hz,2.8Hz), 
7.20(lH,dd,J=7.5Hz,4.9Hz), 7.25(lH,d,J=8.6Hz), 7.47(lH,d,J=2.7Hz), 
7.68(lH,td,J=7.6Hz,1.9Hz), 8.48(lH,d,J=4.0Hz)Il&#J 162 S-^PP-1,3-^ 
>-tf>^75>(1.43g)0)f-h : 5tKP7 i 7>(10nil)jii$ICO deg CM^UfflM 
TU n-^^;U'J ; f't7A(5.8ml)^^++)->;lSTlcSDx.f=o ftl&tf^CTio 30 
*HI#U 3-<7PP-l,2-^>7-f V^-9-^-;K0.77g)^-^lCfiP^.7i o 0 

deg c ~q i mmi&Wik. }%&nzmm. waummm&mmzmmt 

%>-£X> 1 B#F B 11t^Lfco7K(10ml)$; , STL.P^XT;K100nJ)s7K(100ml) 
£*)0;U flULfc. lN^K(2ml)*ttl^t=*(50ml)-C3 @, tSSl^S7K*± 

Mj-i? a*»»-c 2 @tfttt*-eafe»L» tt»T^*->^ A-eftttu i£ii 
b://**/-;i/)icj:y*ll8U *i*-cttfc**u>"csisau N-1-0,2-* 

> x /'fV^-t>-\/-;U-3-l';U)-5-^PP-l ) 3-'<>Hf>v75>(0.63g)^^fe 
IS fa t L T ft tz o mpl92-194 deg CMS:260(M+1)NMR(DMSO, 
5 ):5.49(2H,s), 6.23(lH,dd,J=1.8Hz,1.8Hz), 6.92(2H,s), 7.32-7.41(lH,m), 
7.58-7.70(2H,m), 8.13(lH,dJ=7.9Hz), 9.42(lH,s) % M ft #f : 1+ % fit 
+(H 2 0)oo5:C;59.92,H;3.91,N;16.12 H;1ilfii:C;60.15,H;4.02,N;15.76 
163 S&0I 13<t^^lcL-CTIB0^b^^ftfco^;i'4-(4-7-t2^;i/-l- 
t°^ : 7V-;U)^>4f>*;U^'f5K^7-h-3't7^b7K^^ MS:278(7'J 
— ft +l)NMR(DMSO, <5 ):2.05(3H,s), 2.77(3H,s), 3.4-3.7(8H,m), 
7.08(2H,d,J=9.1Hz), 7.84(2H,d,J=91Hz)§S&0i] 164 7-<7PP-2,3-vth*P-'< 
> % /[b]^-btf> 4-*JU^>^(157mg)0)lg<b> i ? 1 U>(3ml)+ejS^|C^ 
ft*** W0.16nil)4: N,N-v^U*;UA75K(-ji§)£JjO*., 
MiUT-2 BtMatfcLfc. »»$*ET-CS* U fflKJKb&^ftfc. 3-75 
/ eu v>(66mg)(0^<b^^ U>(3ml)<thf 'J v>(0. 1 7ml) * @ JSiSlC . ± IB 
7?ft&*lfc»tt<b1fcfl!>*<b^b>(3nil)»)«*--a'fOjB* % a*tt* 
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*Lfc„ «a$/^/-;u--f v^pe;ux-^;u-cfieaL» *au 7-*p 

P-2,3-vtKP-^> x /[b]^^r-lrt 0 > 4-*;U#>Htf'J5?>-3--f^75K 
(168mg) $ 'M tz o APCI-mass;m/z301(M+HYH-Nm(DMSO-d6): 
6 ;2.98(2H,t,J=4.3Hz), 4.27(2H,t,J=4-6Hz), 7.01(lH,d,J=8.7Hz), 
7.2-7.5(3H,m), 7.56(lH,d,J=2.6Hz), 8.1 l(lH,dq,J=8.3Hz,1.5Hz), 
8.29(lH,dd,J=4.7Hz,1.4Hz), 8.85(lH,d,J=2.1Hz), lO.16(lH,s)Hi£0!l 165 8- 
yh**>-2,3-e/tKP-'<> % /[b]+*-blf> 4-*;U7f5>K(103mg)a)*fty^- 
b>(lml)4 , Bajftl=iaft+4F-9- , J;K0.1inl)t N,N-v^;M^UA75K 

s^«*M-c2isiaia»Lfc. jm**met-c«u a 

^^^b!fe^#fco3-T5yt 0 'Jv>(49mg)(7)^<b/5 1 b>(2ml)i:t°'Jv> 
(0.17ml)it'»Sjftlr»±E-Cl§e.*l.f=a*<b*a)*fi<b> i y-lx>(2inl)*» 
a*-3Wo»?L» ;B£$l£^;£-t* 2 B*IH«#Lfc. S^«B**<b>^b 

— f^t'ftftLt, 8-y|-**>-2,3-^tKP- / <> 4 /[b]^-4F-blf> 4-*JU/f?> 
tf U v > -3- -f 7 5 K (103mg) $ % tz . 
APCI-mass;m/z297(M+H 4 ) , H-NMR(DMSO-d6): <S ;2.94(2H,t,J=4.6Hz), 
3.77(3H,s), 4.26(2H,t,J=4.6Hz), 6.55(lH,d,J=2-5Hz), 

6.68(1 H,dd,J=2.3Hz,8.6Hz), 7.26(lH,s), 7.3-7.5(2H,m), 8.10(lH,d,J=8.4Hz), 
8.27(lH,d,J=3.4Hz), 8.85(lH,d,J=2.3Hz), 10.06(lH,s)l££$ 166 8-^h^v 
-2,3-vtKP-'OV r [b]^-+-bt:> 4-*;U7f?:/|£(i03mg)a>£fl;^b> 
(lml)*B;S^l^^b^^r-b" l J;K0.1ml)tN,N-vy^;U^^A7 7 5K(-;TS) 

max.* %£to&m.s.T* 2 mmmwuz, *j££«ET-eB*u fsutt 

-(b^^fco3-75yeUv>(49mg)a)^<b^b>(2ml)<te'Jv>(0.17ml) 

■f ottlx. ;l^!fel^MS-e 2 B#H«#bfc. S£$i£i£1b^b>-e#fR 
U *td**T?*5*Lfc. »ffiLfc^«JiS*i|-7y*->^A-ce«|$ 

1*\ *et-c»JS*B* Ltzo «2*^/-;i/fc-f v^oe;n-x;uTf 

t&ftbTs 8-^h+v-2,3-vtKP-'<>y[b]^^-fet°> 4-*;U7|?>»bf US? 
> -4- -f 7 5 K (62mg) £ f# 72: „ 

APCI-mass;m/z297(M+H + ) , H-NMR(DMSO-d6): 5 ;2.93(2H,t,J=4.5Hz), 
3.77(3H,s), 4.26(2H,t,J=4.6Hz), 6.55(lH,d,J=2.5Hz), 

6.69(lH,dd,J=2.6Hz,8.4Hz), 7.25(lH,s), 7.38(lH,d,J=8.6Hz), 

7.68(2H,d,J=6-lHz), 8.43(2H,d,J=61Hz), 10.21(lH,s)Sii^ll 167 M&ffl 16 
t^i^\ZLXTtiO)ita^t:%tzo (2E)-N-(3-7S/-5-£ PQ7i- 
;U)-3-(lH--f>K— ;U-3-'OU)-2-:?P'<>75K MS:312(M+l)NMR(DMSO, 
5 ):5.43(2H,s), 6.28(lH,dd,J=l.9Hz,1.9Hz), 6.77(lH,d,J=15.6Hz), 
6.82(lH,dd ) J=l-9Hz,1.9Hz), 7.02(lH,dd,J=1.9Hz J 1.9Hz), 7.18-7.25(2H,m), 
7.44-7.50(lH,m), 7.74(lH,d ) J=15.6Hz), 7.83(lH,s), 7.91-7.97(lH,m), 
9.81(lH,s), 11.64(1H,8)»J6« 168 5-^P ; E-=l^>K(1.01g)thUX5 1 ;i,7 
S>(0.73ml)©* = «-^^/-;U(15ml)+liaai-S?7i-JU*X*'j;U7 
-bP-f K(1.08ml)^in^.fc o 6 H#|«iiabttl|x*UU-e*8lbf::. j§ 

**** &K**7 hU^A*jS«s £tt*-e*»bfc. #SXb7i«Jf 
^^^vOATr-^^^ETr-^^SiU-oJi^vU^^ 

;u 50 g £ffli*fc*7A$p-7K^7-r---efllSU 2%^y-;K7)^^byT 
b>*T*i§aiLT.3-^P^-5-mHiS-^h^v*;u^;u75/t 0 Uv> 

(l.l2g) £ f§ fc . ESI-mass;m/z295(M+Na 4 ) , H-NMR(DMSO-d6): 
<5;1.53(9H,s), 6.78(lH,broad s), 8.34(3H,s)SJ£#!l 169 Z-^U^-5-m=Wi- 
^h^v*;U7K^;b75/t°Uv>(410mg). vX^;U(3-t? U v;U)*7> 
(287mg). rh : 7+X(hU^x^;i//+x7.^-0)/^ : 7V't7A(87mg) x ^ ^-n-^ 
^b7> ; E-'!7A^T;K48mg)(Dxh7tKP77>(10ml)4'BjS^(rm^* 
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'J^At»£(297mg)£«ljU 12 B#|Hia35L.fc. JfrSJ8L££1*£ 
*S/^AT?ft**ti-*ET-C*«t*B4Lfc.»a**>'J*y^ 25g 

ttJLT. [3,3' ]-t?t?' Ji?;U 5-^U-*;U/\*5:/&m = iB^^;UXXx;U 
(201mg) £ f# fc o ESI-mass;m/z294(M+Na + )'H-NMR(DMSO-d6): 
<5 ;1.54(9H,s), 6.83(lH,broad s), 7.3-7.5(lH,m), 

7.91(lH,dU=8.0Hz,J=2.0Hz) ) 8.30(lH,s), 8.43(1 H,d,J=2.5Hz), 
8.51(lH,d,J=2.0Hz), 8.65(1 H,dd,J=4.9Hz,J=1.6Hz), 8.87(lH,d,J=1.7Hz)§!{£ 

m no [3,3']t*e'jv;u5-'r;u-*;u/N*5>®m3^-^;uxx^;Kioomg) 

©^/-;U(lml)»*l= 12N i£^(0.5ml)£ft]jtfco 18 ttfflftft 

U SilU ftiftU 3-75A5-(rfUv>-3-^U)eUv>=i£&i£(84mg)£ 
II fc o ESI-mass;m/zl72(M( 7 'J — it )+H + ) 1 H-NMR(DMSO-d6): 
6 ;7.9-8.1(3H,m), 8.14(lH,d,J=2.3Hz), 8.50(lH,d,J=1.4Hz), 
8.55(lH,d,J=8.6Hz), 8.87(lH,dd,J=5.4Hz,1.4Hz), 9.16(lH,d,J=1.8Hz)lfi£#J 
171 9H-^;^b>-l-*;i//^>^(0.49g)(D^^^b>(2ml)^^IC^;ar' 
Jg<b^-9-'J;K0.4ml)iM^*(7) N^-e/y^;i/*il/AT5K(— 
ftix.fc.M-e l *IBW*» fi«»***Jlffi"C«*U 
<b>f-L/>(5ml)4 1 l-ftIX.»9H-7iU^-U'>-l-*;U7t5^>;U^P'JK0)j§jS$ 
#fco 5-75/--n^>^>5 1 ;K0.53g)<7)^^^5 L b>(5ml)jSi^lC 0 deg C 
T'e'Jv>(1.0ml)<!:^P'JKjt^ftlx.fco0degCrM ftMft&tt* 
;1^^*^bp»^b>T*#|RL, »tit*'J^A(lO%)i:***T?*»L» ft 
W.M^ A-eft«Lfc. »a*«5SL-c»a*#, i?-fv^Ptf;ux-x;u 

-et»^Ls5-[(9H-7;U^-U>-l-*^^-^)-75y]--^5 1 >^^f 1 ;UXXx 
;U (0.492g) * • » fc 

APCI-mass;345(m/z,[M+H] + )NMR(DMSO-d 6 ,d);3.93(3H ! s), 4.24(2H,s), 
7.35-7.44(2H,m), 7.55-7.66(2H,m), 7.82(lH,d,J=7.6Hz), 

7.99(1 H,d,J=6.4Hz), 8.16(lH,d,J=7.2Hz), 8.80-8.89(2H,m), 

9.17(lH,d,J=2.4Hz), lO.77(lH,s)§Sii0i| 172 5-[(9H-7;U^U>-l-*;U^ 
;U)-75/]--P i f>K^ ; 5 1 >UXX : fJK0.105g)(7)>^y- i IK3ml)^;'Sl^tK 
^^^-TkftlifeKO.SemO^ftlX.^CDS^fel^jsjJST 6 ftPalftJgfcLfcoM 

-l-*;U7fx>^(5-tK7V^*>IU^-;U-t= , Jv>-3--<;U)-T5K(85mg)^^ 
fc o APCI-mass;345(m/z,[M+H] + )NMR(DMSO-d 6 ,d);4.23(2H,s), 
4.61(2H,brs), 7.35-7.50(2H,m), 7.55-7.67(2H,m), 7.80(lH,d,J=7.6Hz), 
7.98(lH,d,J=6.7Hz), 8.15(lH,d,J=6.8Hz), 8.63-8.66(lH,m), 

8.72(lH,d,J=1.8Hz), 9.06(lH,d,J=2.4Hz), 10.00(lH,s), 10.68(lH,s)HS6^ 1 
S->^;u ^y^^^'r-y-a^^Y.mW.^t N-(3-75/?x^;upx 
-^7^hT5K0>^/-^+jl^^ilj5itT-eftlilftLfco 4 B#|B|&ISfc 
A/£©75:/SiBRLfc.)MBU*TMHlU IN TKK-fb^-h'J^A^ttl 
X..10:l ^b^U>/^/--»U-CttttiLfc(2 @). •&*3-&fc^«H*«[il 
T^v^A-C&ttU iiiSU 0£ Lfco i/«J*yjl/*7A^P?h^7«f 

u *ive/*/-fl,-esii»u N-[3-K5/'<>v^75/px-;upx= 

;U 7 "b h 7 S K * # fc • mp:213-214 deg 
CIR(KBr):3483,3328,1683,1635cm- 1 MS:330(M+l)NMRpMSO, 
5 ):3.62(2H,s), 6.24(2H,br s), 6.52(lH,d,J=6.9Hz), 7.09-7.55(1 lH,m), 
7.88-8.01(2H,m), lO.O7(lH,s)Hife0!l 2 HJfetfl] 1 £Et$lCLT N-[3-(<f5</ 
^<>v;U75y)7x-;U]v>^A75K^#fc 6 mp:115-117 deg 
CIR(KBr):1672,1630cm-'MS:342(M+l)NMR(DMSO, 5 ):6.45(2H,br s), 
6.60(lH,d,J=7.2Hz), 6.85(lH,d,J=15.7Hz), 7.21-7.71(12H,m), 

7.93-8.00(2H,m), 10.14(lH,br s) jt I » I : ft I I 
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+(H 2 0) 10 (EtOAc) 1 / 3 :C;74.38,H;5.97 > N;l 1 . 1 5 Hl>lfii:C;74.44,H;6.00,N; 1 0.92 
Sftffl 3 3Kl>V>f-^5^-^-5-^U)7X'J>(94mg). 2-<7PP>M' 
&&(91mg). 4-vWl/75/fc? U v>(24mg). fc «fct;v<7PPy^>(2.5ml) 

<B?£j$K> m^x i-[3-{v>^;u75/)^pe^]-3-x^^*;u7t-:v-r=K- 

£&i&(153mg)£ttl;L. 2 B|H). IttfLfco K^X^;K50ml)-C^f?Ls 7K(3 
[Hi. # 25ml). t&fflajjt&^HJ^ATKiS&O a, & 25ml). ^^7K(50ml) 

;UX-x^A^bHS^^bL.(2E)-N-3-(l > 2-v> : ? L ;H'5^i;-;U-5-'r^P 
xri;U-3-(2-£PP7xx;t,)-2-^P^>75K(151mg)£^fc o mp:105-109 
deg CMS:352(M+l)NMR(DMSO, 6 ):2.36(3H,s), 3.56(3H,s), 6.86(lH,m), 
6.90(lH,d,J=15.7Hz), 7.15(lH,d,J=7.7Hz), 7.34-7.70(5H,m), 

7.74- 7.85(2H,m), 7.90(lH,d,J=15.7Hz), 1 0.42(1 H,s)HS60y 4 HHsfll 3 tffi 
tUcLT, 3-(l,2,4-HJ7 x ./— JU-l--Ob)7-'J>fre>, (2E)-N-3-(l,2,4-MJ7 
l/-;U-l-'f;U)7x^.JU-3-(2--i7PP^x-;U)-2-7' > P'<>7SK^Ii7to 
mp:201-202 deg CMS:325(M+l)NMR(DMSO, 5 ):6.91(lH,d,J=15.7Hz), 
7.42-7.84(7H,m), 7.92(lH,d,J=15.7Hz), 8.26(lH,s), 
8.32(lH,dd,J=1.7Hz,1.7Hz), 9.28(lH,s), 10.61(lH,br s)HSS0!l 5 3 t 
mmzLX. 3-(5-t°'JSvx;i,)7- <J>frb. (2E)-N-3-(5-t° U5vx;i,pi 
-Jl/-3-(2-^Dn7i-;H-2-^0'<>75Kfffc„ mp:193-194 deg 
CMS:336(M+l)NMR(DMSO, «5 ):6.93(lH,d,J=15.7Hz), 7.41-7.62(4H,m), 

7.75- 7.85(2H,m), 7.92(lH,d,J=15.7Hz), 8.10(lH,s), 9.10(2H,s), 9.22(lH,s), 
lO.52(lH,s)SIJfc0i| 6 3 £H<*l:il/C»3-(l,2-2?**M/-fS$f»./— ,/U 

-5-'f;i/)Txu>^b.(2E>N-3-(i,2-i/>-5 : -;U'r5^7— ;u-5-^;u)^x^;u 

-3-[2-(h'J^;U^-P^^;U)^xr:;U]-2-^P^>T5K-^^^^t#fr 0 
mp:280-281 deg CMS:386( "7 'J — ft +l)NMR(DMSO, 6 ):2.66(3H,s), 
3.69(3H,s), 7.02(lH,d,J=15.4Hz), 7.26(lH,d,J=7.8Hz), 7.55(lH,t,J=7.8Hz), 
7.60-7.98(7H,m), 8.08(lH,br s), 10.88(lH,s), 13.5(lh,br s)Hlifc#] 7 MM 
3 tmfflzLX. 3-(l,2 > 4-MJ77-;U-l-'OU)7-U>fr (2E)-N-3-( 1,2,4- 
h'JTV— JU-l-'f;Upx-;U-3-[2-(h , J7^^-P^;upxz:;|,]-2-7P^> 
7 5 K J f f: o mp:190-191 deg CMS:381(M+Na)NMR(DMSO, 

5 ):6.92(lH,d,J=15.4Hz), 7.48-7.75(4H,m), 7.76-8.00(4H,m), 8.26(lH,s), 
8.34(1 H,br s), 9.29(lH,s), 1 0.66(1 H,s)Hii60!l 8 M^M 3 tmft\ZLX. 

3- (5-t°'J5vx;U)7xiJ>*Nb, (2E)-N-3-(5-t° l J5vx;upxx;U-3-[2-(h 
ij7;U + P> J ? 1 ;i/)7x^;U]-2-^ , P^>75K$^fco mp:181-182 deg 
CMS:392(M+Na)NMR(DMSO, 6 ):6.94(lH,d,J=15.3Hz), 7.50-7.96(8H,m), 
8.12(lH,s), 9.10(2H,s), 9.22(lH,s), 10.57(lH,s)Sli6^ 9 HS£0I| 3 tmtfU- 
LX. 3-75/-6-(2-> : f;b-3-t° l Ji?;U^-^rv)f l J^>^b, (2E)-N-[6-(2-> : f 
;U-3-tf'Jv^^-^v)e«Jv>-3--r^]-3-[2-(HU7^^-P^^;U)7xx;i,]-2- 
:?P/<>7 5K£ ^fco mp:214-216 deg CMS:400(M+1)NMR(DMSO, 

6 ):2.31(3H,s), 6.87(1 H,d,J=15.4Hz), 7.15(lH,d,J=8.8Hz), 
7.30(1 H,dd,J=8.1Hz,4.7Hz), 7.52(lH,dd,J=8.1Hz,1.4Hz), 
7.64(lH,t,J=7.6Hz), 7.74-7.94(4H,m), 8.22(lH,dd,J=8.8Hz,2.7Hz), 
8.33(1 H,dd,J=4.7Hz,1.4Hz), 8.38(lH,d r T=2.6Hz), 10.55(lH,br s)HJS0!l 10 

4- 7ix;u.3-E-7x>^0)'<>-b*>jijSlc^^b7^--^^M;'aT*Jin^.Ji 

1 #®DU®Ltz.$;8lL.g£Ltz'&. v^PP^lOK-fS^V-JU 
-l--f;U)7x'J>fcJ:i;HJx^75>^»n^.MSr* 1 B#PiSHi#L7co IS 

*Ltc 0 -f v7Pt°;ux-x^/if &x?;ufrbSfSJMtu (3E)-N-[3-(-<5 

^-l-'T;U)7xx i ;U]4-7xx;u.3-^ ; f>75K^li7i:omp:130-133 
deg CIR( 5? v a — ;U ):1680cm-'MS:304(M+l)NMR(DMSO, 
6 ):3.20-3.40(2H,m), 6.35-6.55(lH,m), 6.58(lH,d,J=16Hz), 7.12(lH,s), 
7.20-7.60(8H,m), 7.63(lH,s), 7.88(lH,br s), 8.15(lH,s), 10.27(lH,br s)HS6 
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m 11 3-(l,2-v>^^-lH-'f5^7-;U-5-'r;U)-5-yh^v7-'J>(95mg), 
(2E)-3-(2-^Cl nZ>3L—)i>yi-Z?U<<lsW.{?6mg). 1-t KP**> / <> % yh , J7V 
-;K71mg),4-v>5 1 ;UT5yt°Uv>(64mg)<!:^<b^b>(5ml)(D;"l^!fel 
|= l-X^;U-3-(3-v>5 1 ;U75y^oe^)*Jl/7t?v'rsK-^^(101mg)^ 

>-/^ iU7JU3-;UT?»fflL. ftBl^UTfiaftU (2E)-3-(2-<7PP7x^ 
;U)-N-[3-(l,2-i?> t T;U-lH-'fS^ % /-^-5-'r;U)-5.yh^-*>7i^i;U]-2-^P 
* > 7 5 K(l Hmg) £ & ft $S fa t L X » fc . MS:382(M+l)NMR(DMSO, 
«5):2.36(3H,s), 3.56(3H,s), 3.80(3H,s), 6.71(lH,br s), 6.88(lH,d,J=15.6Hz), 
6.89(lH,s), 7.31(lH,br s), 7.39(lH,br s), 7.4-7.5(2H,m), 7.5-7.6(lH,m), 
7.7-7.8(lH,m),7.89(lH,d,J=15.6Hz), 10.40(lH,br s)Hi£0« 12 11 t 

®m\~LXTtMb&yi£mtco (2E)-N-[3--^P D-5-(l,2-$?^JI/-lH--f 5* 
V* — Jl/ -5- 'OU ) 7 x ^ JU ]-3-(2- ^DP7i-Jl/ )-2- ^0^>7SK 
MS:387(M+l)NMR(DMSO, 6 ):2.36(3H,s), 3.57(3H,s), 
6.86(lH,d,J=15.7Hz), 6.96(lH,s), 7.22(lH,br s), 7.4-7.5(2H,m), 
7.5-7.7(lH,m), 7.63(lH,br s), 7.7-7.9(lH,br s), 7.88(lH,br s), 
7.91(lH,d,J=15.7Hz), 1 0.60(1 H,brs)H)SS#l 13 HlfetflJ 11 tf^lrLTTfiS 

it£®%mz 0 (2E)-K-{3-[[(2-taa^-\i*)i> )\,)7*S]*T )i,]7 il- 
ii, ]-3-[2-( MJ 7 ^ t O > f ;i/ ) 7 i - ;i/ ]-2- ? P ^ > T 5 K 
MS:432(M+l)NMR(DMSO, <5 ):4.35(2H,d,J=5.9Hz), 6.52(lH,br s), 
6.5-6.6(1 H,m), 6.90(lH,d,J=15.4Hz), 7.06(lH,d,J=7.6Hz), 7.2-7.4(lH,m), 
7.5-7.7(4H,m), 7.7-8.0(5H,m), 10.37(lH,br s)H!S0« 14 S-^fi^l/'/ft 
-<£7 ; -h-aO<b7K*^^(279mg).(2E)-N-(3-75y7xx;U)-3-(2->hdr 
^7x-;U)-2-^P^>T5K(134mg)v&U : >^>'-;K2ml)<7)^^ 2 ftffl 
ii3SLfco ^ST'^JP^s ^1b>^ U>(50ml)s 7R(50ml). IN TkKfl^HJ 
0A(2ml)£fiQ;L, a««B«a*Lfc. 7KJl^^^y5 1 b>(20ml)-etttti(2 
@)Lfc. ttffljfcfcfcfrl*. ATfttJtU tt&U a»<D» 

^^b^b>-^/--'U-7> : E-77k-ejtaiL.ltltx^jUANbS^B B HL. 
(2E)-N-[3-(-f5/'<>v;uy5/)7x^ i )l/]-3-(2->h^v7xx;U)-2-^P^> 
7 5 F (150mg) * fi ftIS I iL t |»fc . mp219-221 deg 
CMS:372(M+l)NMR(DMSO, «5 ):3.89(3H,s), 6.43(2H,br s), 
6.59(lH,d,J=6.9Hz), 6.88(lH,d,J=15.8Hz), 7.02(lH,dd,J=7.5Hz,7.5Hz), 
7.10(lH,d,J=8.1Hz), 7.20-7.33(2H,m), 7.35-7.54(5H,m), 

7.57(lH,d,J=7.6Hz), 7.79(lH,d,J=15.8Hz), 7.92-8.04(2H,m), 10.10(1H,s)tc 
m ft «f : 1+ * IS +(H 2 O) 0 .4:C;72.96,H;5.80,N;11.10 % I'J 
fit:C;72.81,H;5.93,N;10.98 USS^ 15 HSfefll 11 i:^ICLTTf£0Mb£ 
!fel^#7i.N-[[3-(l-'fV+/ , J^75/)^ i f^]7x^;i,]v>^-ATSK 
mp216-218 deg CIR(*va— ;i/):3360,1660cm -1 MS:380(M+l)NMR(DMSO, 
6 ):4.76(2H,d,J=5.8Hz), 6.80(lH,d,J=l 5.7Hz), 6.90(lH,d,J=5.6Hz), 
7.26(lH,dd,J=7.7Hz,7.7Hz), 7.40-7.74(12H,m), 7.82(lH,d,J=5.8Hz), 
8.04(lH,t,J=5.9Hz), 8.32(lH,d,J=8.1Hz), 10.14(lH,s)HJg#l 16 HfiStfll 14 

;U).**;i/]75/px— /U]-3-(2-$P P7x— iU)-2-^P^>75K m P 215-216 
deg CMS:400(M+1)NMR(DMSO, 5 ):6.49(2H,s), 6.54-6.65(1 H,s), 
7.08-7.25(3H,m), 7.38-7.79(7H,m), 7.87(lH,d,J=15.7Hz), 9.98(lH,s)7c;m# 
*T:I+mfil:C;60.07 J H;3.78,N;10.51 3fcaHt:C;59.98,H;3.57,N;10.42 M^M 

17 mmm u tmmzLXTimit£®£mtz B (2E)-N-[2-z?)i>jra-5-tf 

Sy'<>v;U7 5/)7x^;U]-3-(2-'j7PP7x^;U)-2-7P'<>75K 
mpl89-191 deg CMS:394(M+1)NMR(CDC1 3 , 8 ):6.4-6_7(3H,m), 
7.14-7.29(2H,m), 7.40-7.61(6H,m), 7.69-8.00(5H,m), 9.99(lH,s)7cit##T: 
t+g<i+(H 2 0)o 3 :C;66.18,H;4.44,N;10.52 H;!fiI:C;66.21 ) H;4.16,N;10.39 H 
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mm is mmm 14 tH«i=L-cTca)ft^i«BS»fc.(2E)-N-[5-[[(5-^p 

0-2->h^rV^x-;U)(-<5y)yf 1 ;U]T5/]-2--7;U^-P7x^ i ;U]-3-(2-^PD 
^x^;U)-2-^P^>TSh* mp229-230 deg CMS:458(M+1)NMR(CDC1 3 , 

8 ):3.93(3H,s), 5.70(2H,s), 6.59(lH,d,J=15.5Hz), 6.67-6.75(lH,m), 
6.92(lH,d,J=8.9Hz), 7.1 l(lH,dd,J=10.7Hz,8.6Hz), 7.26-7.47(4H,m) > 
7.53(lH,s), 7.61-7.69(lH,m), 8.05-8.21(3H,m) ft jfi # #T : 1+ & fig 
+(H 2 O) 02 :C;60.28,H;3.96,N;9.17 HBHi:C;60.37,H;3.76,N;9.14 mmm 19 

mmm u tmmzLXTtznitsmzmzoVEyii-v-^-ii,!-^;? 

Ty-;U-6--<;U)7Svy]7x^;U]-3-(2-^PP^xr.;U)-2-^P^>75K 
mp:140-142 deg CMS:433(M+l)NMR(DMSO, 8 ):6.48(2H,br s), 
6.91(lH,d,J=15.6Hz), 7.05(lH,d,J=8.6Hz), 7.41-8.03(10H,m), 8.30(lH,s), 
9.18(lH,s), 10.48(lH,s) jt M # *f f+ % fit 

+(H 2 O), / 3(CH 3 OH),:C;61.20 > H;4.64,N;l 1.90 ||;li|fit:C;61.11,H;4.47,N;l 1.91 

mmm 20 mmm u tmm\zLXT units y>z®tz 0 

(2E)-N-[3-[N 1 -[4-(l,3-5 1 77-;U-4-l';upx^,)U]75v/]^x^;U]-3-(2- 

9 a a 7 jl - )i, )-2- ^ P * > 7 5 h* mp:179-180 deg 
CMS:459(M+l)NMR(DMSO, 5 ):6.40(2H,br s), 6.85-6.99(3H,m), 
7.38-7.70(5H,m), 7.74-8.06(6H,m), 8.29(lH,s), 9.18(lH,d,J=1.9Hz), 
10.47(lH,s) 7C m ft #f : ft * fit +(H 2 O) l25 :C;62.36,H;4.50,N;l 1.64 H M 
fil:C;62.36,H;4.52,N; 11.36 MMM 21 mmm 14 <t|i]t§|CL-CT!5£Mb£ 
^^^fco(2E)-N-[3-[N 1 -[4-(lH-t° ; 7 % /-;U-l--f^)7x-;U]75v>']7xii 
;U ]-3-(2- £ P P y x n ;U )-2- ^ P ^ > 7 5 K mp:ll7-119 deg 
CMS:442(M+l)NMR(DMSO, 6):6.41(2H,br s), 6.51(lH,s), 6.85-7.00(3H,s), 
7.35-7.95(1 lH,ra), 8.29(lH,s), 8.41(lH,s), 10.47(lH,s)7ci5l ##T:ltM 
+(H 2 O),,:C;65.03,H;4.85,N;15.17|liiHii:C;64.82,H;4.81,N;15.10^!S15l|22 

mmm u tmm\zLXTti(Dits^mtz 0 ^-N^-tN'-^u-^+r 

> ;-Jl/-5-<;i/)7i-^]7=v/]7i-^]-3-(2-^aP7x-^).2.^P^> 
75 K mp:115-117 deg CMS:443(M+l)NMR(DMSO, 8 ):6.46(2H,br s), 
6.90(1 H,d,J=15.6Hz), 6.94(2H,m), 7.41-7.95(1 lH,m), 8.28(lH,s)8.38(lH,s), 
10.46(lH,s)7C*^#f:ft^fiI+(H 2 0)o.8(CH30H) 1 :C;63.81 ) H;5.07,N;l 1.45 H 
;l!fii:C;63.81,H;4.83,N;11.51 HS£#] 23 mmm 14 <tH*ilcLTTI20Mb 
S^%fz 0 (2E)-N-[3-^P P-5-[[(5-^;^P-2-y h^Fv^x^ 
T ;U]75/px^;U]-3-(2-^PP:7x^l/)-2-:?P^>7SK mp:238-239 deg 
CMS:458,460(M+1,C1 p]&tt;)NMR(CDCl3, <5):3.92(3H,s), 5.78(2H,br s), 
6.53(lH,d,J=15.5Hz), 6.78(lH,s), 6.93(lH,dd,J=9.0Hz,4.2Hz), 

7.02-7.19(2H,m), 7.24-7.55(5H,m), 7.55-7.65(lH,m), 

7.92(lH,dd,J=7.7Hz,3.5Hz), 8.13(lH,d,J=15.5Hz) 5c B 'ft fir : ft % fit 
+(H 2 O) 04 :C;59.34,H;4.07 ) N;9.03 H;HHE:C;59.32,H;4.12,N;8.75 24 

mmm 14 mmz\^xTti(Dits^ntzc(2E)-^-[3-^na-5-[[(5-^o 

P-2-yh+v , 7x^ J ;U)(-<=y)^;U]75/]7i-;U]-3-(2-'i7PP7xii;U)-2- 
7" P ^ > 7 5 h' mp:226-228 deg CMS:474,476(M+1,C1 13 (£ 
ft )NMR(CDC1 3) «5 ):3.93(3H,s), 5.72(2H,br s), 6.53(lH,d,J=15.6Hz), 
6.79(lH,s), 6.93(lH,d,J=9.0Hz), 7.08(lH,s), 7.22-7.46(6H,m), 
7.58-7.70(lH,m), 8.14(lH,d,J=15.6Hz) ) 8.17(lH,s) tc M # #T : f t U 
fiI:C;58.19,H;3.82,N;8.85 H;HHil:C;58.20,H;3.73 ) N;8.78 HfiSfll 25 
14 t^tSlcLTTIBOHb^^/io (2E)-N-[3-rN'-(4->h^v7x^;U)7 
5v>/]7x-;U]-3-(2-'j7PP"7x^.;i/)-2-^'P'<>75K mp:129-131 deg 
CMS:406(M+1)NMR(DMSO, <5 ):3.74(3H,s), 6.19(2H,s), 6.75-6.96(5H,m), 
7.35-7.50(3H,m), 7.53-7.65(2H,m), 7.74-7.80(1 H,m), 7.84-7.95(2H,m), 
8.26(lH,s), 10.45(lH,s)7C^^fif:ft^fit+(H 2 O) 0 . 25 :C;67.32,H;5.03,N;10.24 
H;HI:C;67.00,H;4.97,N;10.24 mmm 26 14 t&\UlZLXTti<D 

<b^^l^#fco(2E)-N-f3-[N 1 -[4-(l-/ : 5 L JU-lH-'f5^7-;U^--r;U)7x^ 
;i/]75v/px^;U]-3-(2-^PP7x^;i/)-2-^P^>75K mp:142-146 deg 
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CMS:456(M+l)NMR(DMSO, 6 ):3.68(3H,s), 6.30(2H,br 
s),6.80-7.01(3H,m), 7.35-7.81(10H,m), 7.83-7.99(2H,m), 8.26(lH,s), 
10.47(lH,s) 7C m ft «f : ft * fit +(H 2 O),. 75 :C;64.06 ) H;5.27,N;14.37 gg 3H 
fiI:C;63.99,H;5.28,N;14.16 H1S£0<I 27 5tSS0!l 14 fcHtiMcl/CTffiaMbS 
fe^f#7i.N-[3-[-l'5A4-'l'V^Pbf^7-'J/)^;U]7i-;U]-2-^OPv 

> -f A T 5 K mp:112-118 deg CMS:418(M+l)NMR(DMSO, 
6 ):1.21(6H,d,J=6.9Hz), 2.87(lH,septet,J=6.9Hz), 6.40(2H,br s), 
6.81-6.98(3H,ra), 7.20(2H,d,J=8.1Hz), 7.38-7.49(3H,m), 7.52-7.66(2H,m), 
7.73-7.80(lH,m), 7.82-7.99(2H,m), 8.25(lH,s), 10.47(lH,s)7U^##r:Itt: 
fit+(H 2 0)o 7 :C;69.74 ( H;5.95 ) N;9.76 HSi|fii:C;69.76,H;6.01,N;9.66 HJfeffil 28 

mmm 14 tmmzLXTti<Dit£®zmtz 0 (2E)-N-[3-[K ] -(4-**v-4H- 

<7P/>-6-'f;U)T5^y]^i-;U]-3-(2-^P07i-;U)-2-^P'<>T5K 
mp:151-156 deg CMS:444(M+l)NMR(DMSO, <5 ):6.31(lH,d,J=60Hz), 
6.60(2H,br s), 6.81-6.99(2H,m), 7.20-8.00(1 0H,m), 8.20-8.39(2H,m), 
10.48(lH,s)5c*^*f:ltmfit+(H 2 0) 1 . 3 (Et 2 0)o.i:C;64.26 ) H;4.58,N;8.85 MM 
fit:C;64.25,H;4.47,N;8.58 mfaffl 29 14 tmW^LXTsS.(Dit^ 

^^#7Co(2E)-N-[3-•^7PP-5-[[(5-•i7PP-2-^h^^v7xIl;^)('r5/)>5 1 ;^]7 

= y]7i-iH-3-[2-(h , J7Ji/to>f;i/)7i-^]-2-^n'<>75K 

mp:227-229 deg CMS:508,510(M+1,C1 13 {£ ft )NMR(CDC1 3 , 
5 ):3.93(3H,s), 5.69(2H,s), 6.48(lH,d,J=14.8Hz), 6.79(lH,s), 
6.93(lH,dJ=8.8Hz), 7.09(lH,s), 7.26-7.78(7H,m), 8.07-8.18(2H,m)7E*# 
#r:Itg<S:C;56.71,H;3.57,N;8.27 Hi"lfii:C;56.36,H;3.58 ) N;8.18 Hfifc$J 30 
14 tmm~LXTtZ<Dit£®$mzo(2E)-K-[l-'7aO-5-[[(.5-7)\> 

^JUpin ;U]-2-^P^>75K mp:213-214 deg CMS:492,494(M+1,C1 m 
ft ft )NMR(CDC1 3) 6 ):3.92(3H,s), 5.79(2H,br s), 6.48(lH,d,J=15.3Hz), 
6.78(lH,s), 6.93(lH,dd,J=9.1Hz,4.3Hz), 7.02-7. 19(2H,m), 7.39-7.63(4H,m), 
7.69-7.77(2H,m), 7.89-7.99(lH,m), 8.05-8. 19(lH,m) 7C % ft #T : ft % fit 
+(H 2 0) 1/2 (CH 3 OH), :C;56.34,H;4.35,N;7.88 H;"m£:C;56.26,H;4.28 J N;7.85 H 
Jfc$ 31 14 £HttlcLTTK©<b**£»fc.(2E)-N-[3-*nci 

-5-('f5/^>v;U7S>')7i-;U]-3-(2-^PP7x^i;U>2-^ , P^>T5h* 
mp:105-115 deg CMS:410(M+1)NMR(DMSO, 6 ):6.58(3H,br s), 
6.86(lH,d,J=15.7Hz), 7.02(lH,s), 7.37-7.64(7H,m), 7.71-8.05(4H,m), 
10.38(lH,br s)3C^^*T:lt^fil+(H 2 0)o. 2 :C;63.84,H;4.24,N;10.15 3g;H 
fii:C;63.84,H;4.06,N;10.08 32 14 <tl^^l^LXTfB(D<b^ 

fe^^7i„(2E)-N-[3-h l J7;U^-P^^;U-5-[['r5>'(2-5 1 X-;U)y5 1 ;U]T5 
/]7i-il/]-3-(2-^OP7i-;b)-2-^0'<>75K mp206-208 deg 
CMS:450(M+1)NMR(DMSO, d ):6.74(2H,br s), 6.83-6.92(2H,m), 
7.12(lH,dd,J=3.7Hz,3.7Hz), 7.34(lH,s), 7.41-7.51(2H,m), 7.52-7.63(lH,m), 
7.65(lH,d,J=4-7Hz), 7.75-7.99(4H,m), 10.54(lH,s) ft §k ft #T : It g fil 
+(CH 3 OH)o5(H 2 0)o5:C;54.37,H;3.82,N;8.85 HjUM:C;54.08,H;3.71 ) N;8.56 
HSfe0!l 33 Sffiftl 14 fcR«l=LTTE©fcfcfc£»fc.(2E)-N-[3-*an 
-5-[K5/(2- : fx-;i/)^;u]7sy]7i-;u]-3-(2-^pP7xii,;i/)-2-^P'< 

> 7 5 K mpl23-124 deg CMS:416(M+l)NMR(DMSO, 
«5 ):6.59(lH,dd,J=1.8Hz,1.8Hz), 6.67(2H,br s), 6.86(lH,d,J=15.6Hz), 
7.03(lH,s), 7.11(lH,dd ) J=5.0Hz,3.7Hz) J 7.41-7.49(2H,m), 7.52-7.67(3H,m), 
7.72-7.8 l(2H,m), 7.89(lH,d,J=15.7Hz) > 10.38(lH,s) 7L M ft #T : It % fit 
+(H 2 O) 09 :C;55.54,H;3.91,N;9.71 £jfflfil:C;55.54 ) H;4.02,N;9.50 34 

mmm H tmmzLXTtwit-ei®>%mtzo (2E)-n-[3-<7pp-5-[[-<5/(2- 

^x-^^y^iUiTS/i^x-^lo-p-ch'J^^^-pp'^yupx^^i^-^p 

* > 7 5 K mp:178-179 deg CMS:450(M+1)NMR(DMSO, 
5 ):6.60(lH,dd r r=1.7Hz,1.7Hz), 6.68(2H,br s), 6.87(lH,d,J=15.4Hz), 
7.03(lH,s), 7.11(lH,dd,J=4.9Hz,J=3.8Hz), 7.75-7.70(3H,m), 
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7.71-7.95(5H,m), 1 0.44(1 H,s)7imft^ :ltftfit:C;56.07,H;3.36 ) N;9.34 Hlfl 
fit:C;55.76,H;3.52,N;9.20 mMM 35 Hlfe04 14 mWzLXTUOit^ 
tmzo (2E)-N-[3-?P P-5-(-f5>' / <>^^T5/pi-;U]-3-[2-(hU7;U*- 
p / f ^ ) 7 i - Jl/ ]-2- ? P * > 7 5 h* mp:137-139 deg 
CMS:444(M+l)NMR(DMSO, 5 ):6.76(3H,br s), 6.87(lH,d,J=15.3Hz), 
7.02(lH,s), 7.41-7.69(5H,m), 7.72-7.95(6H,m), 10.42(lH,s)7C^##r:fti: 
fit+(H 2 O),:C59.81,H;4.15,N;9.10 H94fit:C59.92,H;3.99, N;8.89 HJ604 36 
14 t[5]^lcLrTiBCD^^!fel^^fc„(2E)-N-[3-v7y-5-('r^ / < 
>v;U7S>'PxiiiU]-3-[2-(h l J"7^^-P^5 1 ;L'Px-;U]-2-^'a/<>7SK 
mp:181-182 deg CMS:435(M+l)NMR(DMSO, 6 ):6.69(2H,br s), 
6.88(lH,d,J=15.3Hz), 6.96(lH,s), 7.34-7.58(4H )m ), 7.64(lH,t,J=7.6Hz), 
7.76-8.03(7H,m), 10.59(lH,s).^S£^55 37 SIJS04 14 tW\&\ZLXTUO)it 
^^^^lfc e N-[3-(-<5/ / <>v;U7S/pi-^]-3-(7i-;U)-2-^P'<>7 
5 K mp:156-158 deg CMS:356(M+l)NMR(DMSO, d ):2.11(3H,s), 
6.27(2H,s), 6.57(lH,d,J=7.7Hz), 7.21 -7.58(1 2H,m), 7.91-8.03(2H,m), 
9.84(lH,s) 5t m ft #T : 1+ ft fit +(H 2 O) 1/4 :C;76.,H;6.02,N;11.67 H 91 
fit:C;76.75,H;5.88,N;11.52 SIJ604 38 HJS04 14 irLTTEOfca 
1fe £ * fc o (2E)-N-[3-( 'T 5 / V ;i> 7 5 / ) ? x - )\, ]-3-(4- p< ?■ Jl> 7 x 
;U)-2-^P^<>7Sh* mp: 147-149 deg CMS:356(M+l)NMR(DMSO, 
d ):2.34(3H,s), 6.36(2H,s), 6.58(lH,d,J=7.7Hz), 6.79(lH,d,J=15.7Hz), 
7.20-7.60(1 lH,m), 7.89-8.02(2H,m), 10.08(lH,s) 7C * ft #T : It ft fit 
+(H 2 O)i/ 4 :C;76.75,H;6.02,N;l 1.67 H;lijfii:C;76.79,H;5.80,N;l 1.71 39 
HIS0IJ 14 tH«l=LrTffifl>ft^HB*»fc. (2E)-N-[3-K5/^<>v;U75 
/)7i-^]-3-(3->f ;U-7xn;U)-2-^P^>7SK mp:179-180 deg 
CMS:356(M+l)NMR(DMSO, 5 ):2.35(3H,s), 6.29(2H,s), 
6.56(lH,d,J=7.4Hz) > 6.83(lH,d,J=15.6Hz), 7.21-7.59(1111,01), 

7.93-8.01(2H,ra), 10.09(lH,s) 7C ft ft #T : It ft fit 
+(H 2 0) 4/5 :C;67.52,H;5.38 ) N;9.92 H94fiI:C;67.61,H;5.27,N;10.08 5IJS04 40 
5ISS04 14«h^t$lcLTTIB0Mb£!|$!l£*#fc. (2E)-N-[3-(>fS^<>v;U75 
/)7i-Jl/]-3-(2->f ^7i- ;U)-2-^P^>7SK mp:109-114 deg 
CMS:356(M+l)NMR(DMSO, 6 ):2.41(3H,s), 6.29(2H,s), 
6.57(1 H,d,J=7.5Hz), 6.75(lH,d,J=15.6Hz), 7.19-7.50(9H,m), 

7.56-7.61(lH,m), 7.80(lH,d,J=15.6Hz), 7.93-8.01(2H,m), 10.13(lH,s)7cft 
ft m : It * fit +(H 2 O) 5 /4:C;73.09 ) H;6.27,N;11.12 H 94 
fil:C;73.17,H;6.30,N;10.80 41 HJfe^J 14 tfflffiizLXTtZ(Dita 

^^#fco(2E)-N-[5-[[(5-7JU^-P-2->K+v^x-;U)('rsy)^5 1 ;U]7S/] 
7x^;U]-3-(2-h l J^;U^-P> l: 3 1 ;U)-2-7 9 P / 075K mp:220-221 deg 
CMS:458(M+l)NMR(DMSO, <5 ):3.86(3H,s), 6.26(2H,s), 
6.58(lH,d,J=7.2Hz), 6.79-7.42(6H,m), 7.58-7.70(2H,m), 7.76-7.98(4H,m), 
10.27(lH,s) 7U m ft fir : 1+ ft fit :C;63.02,H;4.19,N;9.19 H 94 
fit:C;62.80,H;4.07,N;9.09 £|£0| 42 HJgfly 14 mm\ZLTTU<Z>it£®l 
£ mtzo (2E)-N-[3-[N , -Px-JU)75v/]7x^;i/]-3-(2-'7P P?i-;U)-2- 
^P^>75K mp:82-84 deg CMS:376(M+l)NMR(DMSO, <5 ):6.23(2H,s), 
6.83-7.03(4H,m), 7.27-7.49(5H,m), 7.53-7.66(2H,m), 7.74-7.95(3H,m), 
8.27(lH,s), 10.46(lH,s).7c^^«f:l+i:li+(H 2 O) 1 .75:C;64.86 ) H;5.32 5 N;10.31 
III4fit:C;64.78,H;5.31,N; 10.29 HS604 43 lilll 11 (tHJil-LTTIBO) 
<b^!fel^^fcoN-[3-[[l->^;U-lH-'<>X-f5^l/-;U-2-1';l/)75/]y^ 
;U]^x^.;i/]-3-(2-^PP7x^.;U)-2-'7°P^>75K mp:188-191 deg 
CMS:417(M+l)NMR(DMSO, 6 ):3.56(3H,s), 4.59(2H,d,J=5.9Hz), 
6.88(1 H,d,J=15.7Hz), 6.90-7.00(2H,m), 7.08-7.21(3H,ra), 7.24-7.39(2H,m), 
7.40-7.48(2H,m), 7.50-7.60(lH,m), 7.62-7.79(3H,m), 7.86(lH,d,J=15.7Hz), 
10.29(lH,s) 7t m ft «T : It ft fit +(H 2 O) 0 .33:C;68.18 ) H;5.34,N;12.55 H 94 
fit:C;68.04,H;5.26,N;12.53 HJfcfll 44 HJ&04 11 tmmzLXT%ZO>it£ 
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^^^fcoN-[6-[(2-t°'Jv;U>^;i,)TS/]-3-t°'Jv;U]-3-(2-^PP^i^ 
)l> )-2- Zf O K> 7 S K rap:164-165 deg CMS:365(M+l)NMR(DMSO, 

5 ):4.55(2H,d,J=6.0Hz), 6.59(1 H,d,J=8.9Hz), 6.82(lH ) d,J=15.6Hz), 
7.08(lH,t,J=5.8Hz), 7.19-7.35(2H,m), 7.39-7.46(2H,m), 7.51-7.59(lH,m), 
7.65-7.76(3H,m), 7.82(lH,d,J=15.6Hz), 8.23(lH,d,J=2.5Hz), 
8.51(lH,d,J=4.4Hz), 10.06(lH,s)7C§5i##T :t+gft:C;65.84,H;4.70,N;15.36 
H$]ft:C;65.92,H;4.68,N;15.27 USS^l 45 11 tmfflzLXTB<D 
it-^^mtzo N-[6-[(2 >^;U-3-t°'Jv;U)^-^v]-3-t 0, Jv;U]-3-(2-^PP 
^i-;U)-2-^P^>TSh* mp:187-189 deg CMS:366(M+l)NMR(DMSO, 

6 ):2.31(3H,s), 6.86(lH,d,J=15.7Hz), 7.15(lH,d,J=8.8Hz), 
7.30(lH,dd,J=8.1Hz,4.7Hz), 7.41-7.60(4H,m), 7.74-7.8 l(lH,m), 
7.89(lH,d,J=15.7Hz), 8.22(lH,dd,J=8.8Hz,2.7Hz), 
8.33(lH,dd,J=4.6Hz,J=1.3Hz), 8.38(lH,d,J=2.6Hz), 10.50(lH,s)7C^^«f:fi+ 
gft:C;65.67,H;4.41,N;11.49 H;l"lfll:C;65.43,H;4.42,N;11.37 mt&M 46 £ 

mm 14 tmmzLXTm<Dit£®$mtzo(2EyK-[3-tfz;*y { j)\,75. 

/)7x^;U]-3-[2-(h'J7;U^-P^5 1 ;Upi-;i/]-2-^P'<>T5h* mp:82-84 
deg CMS:410(M+1)NMR(DMSO, 5 ):6.30(2H,br s), 6.59(lH,d,J=7.6Hz), 
6.91(lH,dJ=15.3Hz), 7.18-7.50(6H,m), 7.63(1 H,dd,J=7.4Hz,7.4Hz), 
7.71-8.03(6H,m), 10.26(lH,s) 7C m ft fir : 1+ % ft 
+(H 2 O) 07 :C;65.46 > H;4.63,N;9.96 H;lft:C;65.47,H;4.60,N;9.86 HJ&0"l 47 

mmm iAtmmzLXTi&Mt&m&mz. (2e>n-[3-(-<s/^>^;u75 

/)7i-^]-3-(4^DP7i-^)-2-^nK>75K mp:109-110 deg 
CMS:376(M+l)NMR(DMSO, <S ):6.29(2H,br s), 6.56(lH,d,J=7.5Hz), 
6.84(lH,d,J=15.7Hz), 7.19-7.57(8H,m), 7.59-7.71(3H,m), 7.90-8.03(2H,m), 
10.14(lH,s) 7C m ft «f : 1+ H ft (CH 3 OH) I :C;67.62,H;5.44 ) N; 10.30 H 3D 
ft:C;67.54,H;5.39,N;10.24 HJ60!l 48 USSflJ 14 <tl^^lCLTTfa<D<b^ 
!fel^^fco(2E)-N-[3-(-l'5>"<>v;U75/)7x^;U]-3-(3->h^rv7x^ 
)-2- ? P ^ > 7 5 K mp: 148-149 deg CMS:372(M+l)NMR(DMSO, 
<S):3.81(3H,s), 6.44(2H,br s), 6.60(lH,d,J=7.1Hz), 6.84(lH,d,J=15.7Hz), 
6.98(lH,d,J=9.1 Hz), 7.16-7.49(9H,m), 7.54(lH,d,J=15.7Hz), 

7.90-8.02(2H,m), 10.13(lH,s) S ft 'A fir : ft % ft 
+(Et 2 0)o5(H 2 0)o 2 :C;72.86,H;6.46,N; 10.20 H 91 ft :C;72.66,H;6.12,N;10.55 

njs^j49 mmm i4tw«icLrTia<Dft*«B*#fc.N-[3-[Ksy(i-> 

f L ;U-lH--f>K — Jl/-5-^JI/)/f;H75y]7i-;l/]v>tA75K 
mp;143-148 deg CMS:395(M+l)NMR(DMSO,«5):3.83(3H ) s), 6.53(2H,br s), 
6.64(2H,br s), 6.85(lH,d,J=15.5Hz), 7.22-7.59(9H,ra), 7.60-7.70(2H,m), 
7.85(lH,br s), 8.19(lH,s), 10.15(lH,s) 5c H # #T : 1+ g ft 
+(H 2 O) O9 :C;73.11,H;5.84,N;13.64||;lft:C;73.O9 ) H;5.73,N;13.37^SS0l|5O 
Htfe<5y 11 tl^^lcL-CTsaa^b^!fel^#7i.N-[3-[(2-^yU;U75/)y^ 
Jl/]7xn;U]-3-(2--j7PP^x- ;U)-2-^P^>75K mp:170-171 deg 
CMS:414,416(M+1,C1 1^ f* )NMR(DMS0, 5 ):4.65(2H,d,J=5.7Hz), 
6.84(lH,d,J=8.9Hz), 6.88(lH,d,J=15.7Hz), 7.05-7.2 l(2H,m), 

7.30(lH,dd,J=8.0Hz,8.0Hz), 7.35-7.93(12H,m), 10.28(lH,s)7c^t##r:i+g 
ft+(H 2 O) 02 :C;71.92,H;4.92,N; 10.06 Hlfft:C;71.91,H;4.82,N;9.99 Ht60l| 
51 HJfeflU 14 tmmiZLXTti(Dit^^mtzo N-[3-[[[4-(v^U75/) 
^x-;i/](-r5y)^5 1 JU]T5y]7x-;U]v>^-A7 = K mp:225-227 deg 
CMS:385(M+l)NMR(DMSO, «5 ):2.98(6H,s), 6.39(2H,br s), 
6.60(lH,d,J=7Hz), 6.73(2H,d,J=8.9Hz), 6.85(lH,d,J=15.6Hz), 

7.20-7.70(9H,m), 7.81(2H,d,J=8.4Hz), 10.13(lH,s) 7C M # fir : It W- ft 
+(H 2 0) 3/4 :C;72.43,H;6.46,N; 14.08 HSi]ft:C;72.54,6.24,N;14.00 UStffl 52 
14 tmmzLXTti<Dit^t:mzo(2E)-N-[5-[[(3-^)^Ji- 
)^)^J)^)i>]7^J\-2-Z?)V^UZ?ii-)^]iyy±1^7^ mp:105-110 deg 
CMS:356(M+l)NMR(DMSO, 6 ):2.38(3H,s), 6.65(2H,m), 
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6.85(lH,d,J=15.7Hz), 7.22-7.84(14H,m), 10.18(lH,s) ft £ ft *f : It U fit 
+(H 2 O) 1 2 5 :C;73.09,H;6.27 ) N;11.12 H;Hi&:C;73.14,5.97,N;10.84 mmm 53 

mmm i4bmmzLXT&<j>it£to£mz. eE^N-p-Ksyo^^s 

/)7i-il']-3-(3-^On7i-JI/>2-^a'<>75K mp:260-262 deg 
CMS:376( 7 'J - i* +l)NMR(DMSO, 6 ):6.98(lH,dJ=15.8Hz), 
7.18(lH,d,J=7.1Hz), 7.45-7.84(10H,m), 7.90-8.01(3H,m), 9.11(lH,br s), 
9.81(lH,br s), 10.70(lH,s), 11.51(lH,br s) 7C M ft *f : ft * 
fiE:C;64.09,H;4.64,N;10.19 H;Hii:C;63.74,4.56,N;10.06 HJfe^ 54 
14 £@»l::L-CTB(0fc£*B£flfc. (2E)-N-[3-(-f 5^<>S?iU75ypi 
-Jl/]-3-(2-<70P7xn;U)-2-^'P'<>TSKmp:262-264 deg CMS:376(7'J 
- <* +l)NMR(DMSO, 8 ):7.01(lH,dJ=15.7Hz), 7.22(lH,d,J=7.1Hz), 
7.39-8.01(13H,m), 9.13(lH,br s), 9.82(lH,br s), 10.81(lH,s), 11.55(lH,br s) 
7C m ft «f : 1+ If 0 +(H 2 O) 0 . 1 :C;63.81 ) H;4.67,N;10.15 ^ ;1 
ii:C;63.64,4.57,N;10.05HJS^55 H]6S0!1 14d:Ht§lcLTTlB£Mt£!$)£ 
#/io(2E)-N-[3-[N 1 -(2-7 J /U^-P7x^;U)T5vy]7i-;U]-3-(2-'?OP7x 
^;U)-2-^P^>75K-^^^ mp:178-180 deg CMS:394( 7 U — (* 
+l)NMR(DMSO, 5 ):7.02(lH,d,J=15.6Hz), 7.31-7.71(9H,m), 
7.73-7.81(lH,m), 7.95-8.03(2H,m), 8.43(lH,s), 9.21(lH,s), 10.05(lH,s), 
10.95(lH,s), 11.6O(lH,s)HjiS0l]56 14<fc|5]t$ICl/CTfB<7Mb£!$)£ 
»fc. (2E)-N-[3--i7P P-5-[[^5^(3-^X- ;U)>^;U]75/]7i- 
JU]-3-(2-(l' l J7^P>^;U)7x— JU)-2-^P^>75K mp:121-123 deg 
CMS:450(M+1)NMR(DMSO, (5 ):6.48(2H,s), 6.57(lH,s), 
6.87(lH,d,J=15.4Hz), 6.99(lH,s), 7.50-7.70(4H,m), 7.73-7.96(4H,m), 
8.14(lH,s), lO.41(lH,s).HSlE0«57 14 i^lCTTfBCD^^^^ 

fc.(2E)-N-[3-[N 1 -(7x-;U)75^>']7x^;U]-3-(2-^PP3'x^;U)-2-^P 
^>75K mp:218-220 deg CMS:376(M+l)NMR(DMSO, 8 ):6.19(2H,s), 
6.81-7.05(4H,ra), 7.31(2H,t,J=7.6Hz), 7.41-7.63(3H,m) ) 7.70-8.04(6H,m), 

io.50(m,s)mi&m 58 mmm 14 tmrnizxTtznitsvazmzo 

N-[3-(lH-'<>v5^l/-;U-2-'f;Upx^;U].3-(2-^PP7x^;U)-2-^P'< 
> 7 5 K mp: 152-1 54 deg CMS:374(M+l)NMR(DMSO, 
8 ):6.94(lH,d,J=15.7Hz), 7.18-7.27(2H,m), 7.42-7. 63(6H,m), 
7.76-7.90(3H,m), 7.94(lH,d,J=15.7Hz), 8.63(lH,s), 10.54(lH,s), 12.94(lH,s) 

mmm 59 mmm utrnm-LXTmoit-giVazmtzo n-p-^pp-s-ih 

5y[4-[(2-^5 1 -IU-3-e'Jv;U)^-^rv]7x^;U]y5 1 ;U]75/]7x^;i,]-3-(2-^ 
P P !7 x - )l )-2- 7 P * > 7 5 h* mp:105-107 deg 
CMS:517(M+l)NMR(DMSO, <5 ):2.39(3H,s), 6.57(3H,br s), 
6.86(lH,d,J=15.6Hz), 7.00-7.09(3H ) m),7.28-7.62(6H,m), 7.75-7.81(lH,m), 
7.88(lH,d,J=15.6Hz), 7.95-8.04(2H,m), 8.32-8.36(lH,m), 10.37(lH,s)^Jfc 

m 60 mmm 14 im»(cLTTB©fcafc*»fc.N-[^pn-5-[[-fs/ 

[4-[(2-e'Jv^>^;U)75>'Px^;U]/5 L ^]75/px-;U]-3-(2--i7PP^ 
x-;U)-2-^P^>75K mp:119-122 deg CMS:516(M+l)NMR(DMSO, 
5 ):4.42(2H,d,J=5.9Hz), 6.20(2H,s), 6.50-6.62(3H,m), 6.78(lH,t,J=6.2Hz), 
6.86(1 H,d,J=15.6Hz), 6.96(lH,s), 7.22-7.80(10H,m), 7.88(lH,d,J=15.6Hz), 
8.54(lH,d,J=4.2Hz), lO.33(lH,s)HSfe09 61 mmm 14 ^tilcLTTIB© 
ftSajffc.(2E)-N-[3-(-fS/'<>vJl'7Sy)-2-7JI/tD7i- 
;U]-3-[2-(HJ7;U:fP^;U)?x^]-2-?P^>75K mp:185-187 deg 
CMS:428(M+1)NMR(CDC1 3 , 8 ):4.73(2H,br s), 6.56(lH,d,J=15.3Hz), 
6.70-6.82(lH,m), 7.10(lH,dd ) J=10.7Hz,8.7Hz), 7.3 8-7.96(1 0H,m), 
8.02-8. 12(2H,m)HJ£0ll 62 mmm 14 t®mzLXTil<Difr£;®l£mtz 0 
(2E)-N-[2-^;U^-P-5-[[-<Sy(2-f 1 X-;U)y^JU]TS/]^i-;U]-3-[2-(h l J 
7^tP>f ^)7i-;l/ ]-2- y a /< > 7 S K mp:208-209 deg 
CMS:434(M+1)NMR(CDC1 3> <5 ):4.96(2H,s), 6.54(lH,d,J=15.3Hz), 
6.70-6.81(lH,m), 7.07-7.19(2H,m), 7.38-7.66(5H,m), 7.70-7.81 (2H,m), 
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8.O8-8.24(2H,m)HS&0"J 63 HSfcfll 14 tH«lCLrTE©ft^«S*»f=. 

N-[3-^ap-5-[[-<s/[[4-(iH-t°7 x /— ;u-l--Oupx— /l/]^U]75/px 

zl;U]-3-[2-(HJ7JU* P^;Upx^;U]-2P'P'<>75K mp:146-153 deg 
CMS:510(M+1)NMR(DMSO, «5 ):6.58-6.70(4H,m), 6.87(lH,d,J=15.5Hz), 
7.05(lH,s), 7.58-7.70(2H,m), 7.78-8.17(9H,m), 8.60(lH,d,J=2.5Hz), 
10.43(lH,s)3!JMH 64 Hl&fl] 14 t|§H*lcL-CTlEa)<b^tt*»fc.N-[3- 
^PO-5-[[-fSy[4-[(2-yTJU-3-t°'Jv;U)^-^v]^x^JU]^^;U]T5y]3'x 
-;U]-3-[2-(h'J3' J ll/^-py^;Upx^;U]-2-^'0^>7 , 5K mp:114-119 deg 
CMS:551(M+l)NMR(DMSO, 6 ):2.39(3H,s), 6.49-6.63(3H,m), 
6.86(lH,iU=15.3H2), 6.96-7.03(3H,m), 7.31(lH ) dd,J=8.1Hz,4.5Hz), 
7.42(1 H,d,J=7.9Hz), 7.56-7.70(2H,m), 7.76-8.08(6H,m), 

8.34(1 H,d,J=4.5Hz), lO.42(lH,s)Ht£0q 65 mifcffl 14 irPtilcLTTfECD 

ft^ttSftf=.N-[3-^pp-5-[[-f5y[4-[(i-^i/K-3-e'je/iU)***>pi 

mp:214-216 deg CMS:519(M+l)NMR(DMSO, 6 ):6.58(3H,s), 
6.86(1 H,d,J=15.6Hz), 7.00-7. 09(2H,m), 7.21(2H,d,J=8.7Hz), 

7.39-7.54(3H,m), 7.56-7.64(2H,m), 7.76-7.8 l(lH,ro), 7.89(lH,d,J=15.6Hz), 
7.98-8. 20(4H,m), 10.38(lH,s)H^J 66 14 tftmzLXT&Oit 

^^^7=oN-[3-[[[4-(4-7^5 L ;U-l-tf'<7^--'l'Px^^-<£/]>5 1 ^]T 
S-/]-5-^PP7x^JU-3-(2-<7PP7x^;U)-2-^P^>T5K mp:259-260 
deg CMS:536(M+l)NMR(DMSO, 6 ):2.05(3H,s), 3.15-3.38(4H,m), 
3.50-3.66(4H,m), 6.36(2H,br s), 6.554(lH,s), 6.86(lH,d,J=15.6Hz), 
6.93-7.08(3H,m), 7.40-7.51(2H,m), 7.52-7.62(2H,m), 7.75-7.94(4H,m), 
10.35(lH,s)*Jfcfl! 67 14 tPI»lcLTTIB<D<b*1fc*f»f=. 

(2E)-N-[3-^PP-5-(-f5y^>v;U75>')^i-^]-3-(2-vT>''7x^;U)-2- 
^p/<>75K mp:220-221 deg CMS:401(M+1)NMR(DMSO, <5 ):6.59(3H,s), 
7.02(lH,d,J=l 5.6Hz), 7.03(lH,s), 7.39-7.57(3H,m), 7.58-7.68(2H,m), 
7.76-8.08(6H,m), 1O.48(1H,s)HS£01] 68 liKH 14 tffifflZLTTtttit 
^tl^l#7c.(2E)-N-[3-7;U^-P-5-('r5y<>vJUpx^;U]-3-(2-e'J^ 
;U)-2-^P^>7SK mp:205-207 deg CMS:377(M+l)NMR(DMSO, 
6 ):6.57(3H,br s), 7.05(lH,s), 7.31(lH,d,J=15.3Hz), 7.37-7.49(4H,m), 
7.57-7.70(3H,m), 7.80-8.05(3H,m), 8.65(lH,d,J=4 4Hz), lO.41(lH,s).HiS0l| 
69 3-(3-^PP7x^.;i/)7^'J^^(18mg)(7) N,N-$/y?-;i/7"fel»7SK(3ml) 
%&\Z 0-(7-71f'<>7h'J7 x y-;U-l-f ;U)-N,N,N' ,N' -t- W^I/^P 

- ^A^+f-^UjJ-p***-}— K57mg)£iJQ;u 30 'AfflmftL 

tzo Settle 3-(2>v/^;U-3H-^5?l/-;U-4-^;U)7- I J>(19mg)£fiO 

o.in tt»ai;ft**-e*»Lfc. *r «»£#8iu w??* 

5/«>.M??8SU »«£BSU (2E)-3-(3-^PP7x^;U)-N-[3-(l,2-v>5 1 
;U-lH--fSy 4 /— ^l/-5--fiU)7i-iU]-2-^P'<>75K(27mg)*1»fco 
APCl-mass;m/z352(M+H + )SIJ£0i| 70 3-(4--j7PP7xzi;l,)7^ l J;U^(18mg) 
0 N^-S?y^JU7-bh75K(3ml)»j«lC 0-(J-T*f^J\~*)T*J-)\>-\->< 

;U)-N,N,N' ,N' -7-hy*?)i'5n-'5J±"^*ry?n*nfcz.fc-)— h 

(57mg)£il];t. g£tt£ 30 #HM!#Lfc. Sttftl:: 3-(2,3-v*5^-3H-r 

5^i/-;u^-'f;u)7- l J>(i9mg)^ftn^. 1 B#ia«^Lfco *<r)R£ty& 
■HlxWCWRUlN *^b^K>OA7K;g;$,o.iN Hit&tf&i&Tk 

(2E)-3-(4-^PP7x— ;U)-N-[3-(l,2-VP t 5 1 ;U-lH-f5^'7— ;b-5-^;U)7x 
-JU]-2-^P^>7Sh*(27mg)^#7-- 0 APCl-nwss;m/z352(M+lf)||J£0l| 71 
3-(2,4-v^PP3'xr:;U)7^ , J;i'^(22mg)a) N,N-v>7^7-feh7SK(3ml) 

jgjfcir o-(7-7+) : '<>yh l J7 4 y-;^-l->^;^)-N ) N ) N , ,n' -^h^/^uop 

- OA^++l-7;^P/t^^—K57mg)^tt]X., S^fe^ 30 ttPallitfL 
fco S^ttt 3-(2 ) 3-v>^;U-3H--r5^^-JU-4-'T;U)7- l J>(19mg)^ ftl 
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A**j8L 0.1N <6iiai;^**^*»Lfc. *r«H£#«iu 

i/^A-Cft«L» »«£B£U (2E)-3-(2,4-vPP7x:^U)-N-[3-(l,2-v> 
^;U-lH-'l'S^ , /-;U-5-'r;U)7x-;U]-2-^P^>TSh*(32mg)^|#fr„ 
APCl-massim/zSSeCM+H^^JS^ 72 S-t'^i^JM-'f ;i/-7^UiH 
(22mg)CD N,N-v^/U7-feh75K(3ml)5§j$|:: 0-(7-7*f<<>W)79- 
;i/-l--f ;u)-n,n,n' ,N' -T-h^^^OP— a^**7;u*p*7.jW— h 
(57mg)£tt;U 30 #fllHM*Lfc. SfclfelC 3-(2,3-v WU-3H-T 

5^ , /-;U^--r^)7- l J>(19mg)^»D^.. 1 I^IBlllff Lfc. *<DM£to& 
BUx^tftfflU IN *|MM-MJ'!7A*»}jL0.1N tfcifc&tf&tt* 
Tfft»Lfc. **0*#8lU «B^y*5/^AT?|E»L, »»*«*U 
3-t*7x-JU-4-<;U-N-[3-(2,3-v>^^-3H-'l'S^ x /-JU-4-'f;U) - 7x^JU] 
7*'J JU75K(26mg)£Hfc. APCl-mass;m/z394(M+H + )||]!ife<f!l 73 3-(3.5-v 
7;U^-P7x-;U)7^U;i/K(18mg)(D N,N-v^5 L JU7-trh75K(3ml)^j^ 
ir 0-(7-71f *>l/MJ71/— Jl"l--f ;U)-N ) N,N' ,N' -xh^y^^^P-^ 
A^-9-7;U^-P7t-NX*7-K57mg)^JP^., MS®* 30 ^F B 1}t#Lfco 
jg^fellC 3-(2 ) 3-v>^^-3H-<5^l/-;U-4-<^)7- l J>(19mg)$iJPx. 1 
l$M*m,fc.*©S*tt£Bi!x^u-c#RU IN 7K^b7h'JOA7K 
0.1N WI&tffcttJlC-eafrLfc. *1il*#l*U Si7^^vO 
AT-&&U »Ji$B£U (2E)-3-(3.5-v7JU*P7x^U)-N-[3-(l,2-v./ 

7;^-lH-1'5^7-;^-5--1';^)7I-;^]-2-■^p^>75h*(30mg)$^#t-o 

APCl-mass;m/z354(M+ir)^S£ff!l 74 3-(2.5-$/7JU*a:7x=JU)7$'J>Ht 
(18mg)(D N ) N-v^7;U7-feh75K(3ml)^^IC 0-(7-71f'<>Vh , J77- 
JU-l-f;U)-N,N,N' ,N' -xh7>^l/*t7P-^A^^;U^-P/^X7^^— h 
(57mg)£J)P;t. 30 »SH*»Lf=. 8£*Bl= 3-(2,3-v^U-3H-'f 

5?7-^-'OU)7-'J>(19mg)£flP?U 1 l$IHiI#Lfc. ^£>jg£f&l£ 
BKxWCftRU IN *»fc+h'J^A*»?ft,0.1N £ift;&tf&&* 
T?3fe»Lfc. *rtt»£#fl»U ttiT??**>^AT?ft«U S1«*BSU 
(2E)-3-(2.5-i/7JU^-P7x— ;U)-N-[3-(l,2-i/>^;U-lH--r5^ , y— ->U-5--T 
;Upx-;U]-2-'^P'<>75K(28mg)$|#fco APCl-mass;m/z354(M+H + )H 
75 3-(4-hU7;U*P>7/U7x^;U)7?U;U^(22mg)0> N,N-v/7;U 
74zh7SK(3ml)jt;^IC 0-(7-7tf*>7HJ77-;U-l-'0l')-N,N,N' ,N' - 
xh7*7Jl^P-^A^1t7;U*P*A*7— K57mg)^to^.w1^^l 
£ 30 #|ll|»#Lfc. S£ttf = 3-(2,3-^^^^-3H->r5y 7-^-4-^^)7- 
'J>(19mg)£flP;U 1 B#^}t#Lt=.*0S£$>£i^x7;UT?^U IN 
*^b7h'JO A*»}*» 0.1N *»»tf*tt*-Cft»Lfc. fiBB**** 
U BB^?*^ ATJlSBU B*U (2E)-3-(4-h'J7;U^-P>^ 
;U7x^JU)-N-[3-(l,2-v> : ? L ;U-lH--<5^7-^-5-<;U)7i-^]-2-^P'< 
>75K(27rog)£#fco APCl-mass;m/z386(M+H + )HJI0l| 76 3-[2,5-t*X(r-'J 
P>^;U)7x^M,]7£U;U&(28mg)0 N,N-v>5 1 ;U7-bh75K 
(3ml)»*l= 0-(7-7-!f *>7MJ77-;U-1-'0U)-N ) N ) N' ,N' -xh^WU 
rt?p-H?AM^7;U*P*X*^-K57mg)£flP*.> 30 #MB 

tfLfco Settle 3-(2,3-VP' ; 3 L ;U-3H-<S^7-;U-4-'f JU)7-U>(19mg) 
1 IfcMBttLfc. *<DB*W*RBx*;ut»*BU IN *B<M- 
mj->a*»»l o.in i«ao:***-e*»Lfc. ft«B£#l*U BB 

7$f*S/«* AT-ffcttU B£U (2E)-3-[2,5-t**(MJ7;U*P WU) 
7x-Jl/]-N-[3-(l,2-v> i ? L ^-lH-'r5^7-;U-5-'fJUpx^;i/]-2-^P^> 
7SK(33mg)^#fco APCl-mass;m/z454(M+ir)|l8g<5ll 77 3-7x^./U7JU7 
T^;U7^'J^^(18mg)0 N,N-v/ : 3 1 ;U7-trh75K(3ml)5#^lC OAJ-7*f 

'<>7h l J77— ;u-i-*0I/)-n,n,n' ,n' -^h^^^juOP-OA^-t^yu 

*P***^-h(57mg)£ta*. 30 #|H!«#Lfc. S^HBl- 

3-{2,3-v>7;U-3H-'f 5^7-^-4-^ ;U)7-'J>(19mg)$JjP^. 1 ftfUHRft 
Lfc. *©S£*B£ttBx^;UTM&RU IN fcBfc-J-HJ^A**}^ 
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o.in tt»;Rtf£tt*-ea£Lfc. amm* kb-*?*^ a-ck 

JiU S£ U N-[3<2>v^;U-3H-<S*V-;U-4-'f M,)?x^ 

;U ]-3- 7i-;^^77-^7^ l JJI/7sK (23mg) £ ft fc . 
APa-mass;m/z350(M+H*)|l«E#! 78 3<4,5-v WU'f 5$V-^-WJU)7 
^'J>(94mg)<t 3-(2-f oa-4-7;U^-P7i— il/)7^U;UK<0*<b/^l/> 
(5mI)4»»jBai= l-X^;U-3-(3-vyf 1 ;U75^^Pe^)*>»U7t?v?'r5K-^ 
&J&(144mg)<fcN,N-v^ 1 ;U75/ejv>(31mg)£ta*. SfrfcS 24 BtPal 
m#tf-o S&1fe£ 10%^*-/— Jb©*fc^b>+TJ*»L. *s IN 
<b+HJ^A*»»fc£E*-e*S*Lfc. *i«S£#flKU eiT^^yO 

(2E)-3-(2-<7PP-4-^;U7|-P^x^JU)-N-[3-(4 ) 5-v>5 1 ;i'-lH-'f5^7-;U 
-1- 4 )l ) 7 x — )\, ]-2- 7 P * > 7 5 K (95mg) £ ft fc „ 
APCl-mass;m/z370(M+rf)NMR(DMSO, (5 ):2.11(3H,s), 

6.85(lH,d,J=15.6Hz), 7.12(lH,d,J=8.1Hz), 7.36(lH,dU=2-6Hz,8.5Hz), 
7.50(lH,t,J=8.0Hz), 7.6-7.9(3H,m), 7.8-8.0(3H,m), 10.56(lH,s)^JS«l| 79 
^4,5-V*T)l4*V*J-)\,A-4)V)T- x rsWvnz)£ 3-(2,3-v^QP7i- 
;U)7^'J;U^(9Omg)0^'(b>^U>(5ml)4'^jSjSl^ l-X^;U-3-(3-v/f- 
;UT5/^Pe;U)*;U^i?-f5K-^gS«(120mg)i: N,N-v/^;u75yeu 
S?>(25mg)£Jn;u il£tt£ 24 IfclllHtfcLfc. S*«B* 15%**/-JU0 

JUb^uxfTrftfRU tK, in *IWb^h , J'>A*»atA**-c*» 

£pt*y-;U-Ct&#U tt«U (2E)-3-(2,3-v^PP^x- 

;U)-N-[3-(4 ) 5-^^ : 3 1 ;U-lH-'f5^^-;U-l-'f;upx^JU]-2-^P^>75K 
(93mg)^#fco APCl-mass;m/z386,388(M+H + )NMR(DMSO, <5):2.11(6H,s), 
6.93(lH,d,J=15.6Hz), 7.13(lH,d,J=8.7Hz), 7.4-7.6(2H,m), 7.6-7.9(5H,m), 
7.90(lH,dJ=15.6Hz), lO.6O(lH,s)Siii£0i] 80 3-(4,5-i/>^;U'f5^l/-^-l- 
^;U)T-'J>(94mg)i: 3-[2-(\-')Z> )\,*a*T)\,)7j:-)l,]T9i) )l,W. 
(109mg)©^b^b>(5ml)4 J ^S;*$l^ l-X*;b-3-(3-$W;U7S./?n 
£jU)*;U3l^5K-£M(144nig)fc N,N-v^;U75/h:'Jv>(31mg)£ 
24 PUHflHtUf:. S^»* 15%^/-JKD*ft^U> 
*TMMRU 7K. IN *Kft^hU^A*»j«tft*S*-CJfc5*Ufc. 
*#KU ATfftjftU »»*B*Lfc, 

Tf»#L,a»L»ft«L. (2E)-3-[2-(H'J^;U^-P/5 1 ;U)7i- 
Jl/]-N-[3-(4,5-v>5 1 ;U-lH--r5^y-;U-l-<;upx^;U]-2-^P^>75K 
(120mg)£tt*:. APCl-mass;m/z386(M+H + )NMR{DMSO, 5 ):2.11(6H,s), 
6.90(lH,d,J=15.2Hz), 7.14(lH,d,J=7.0Hz), 7.51(lH,t,J=8.0Hz), 
7.6-8.0(8H,m), lO.61(lH,s)^fiS0a 81 3-(2,3-v/^;U-3H-<5^ 4 /-;U-4-'1' 
JUpxx;U75>(78mg)£: S^^v^PP^xXjUp^U^Omg)^ 
it^ly>(4ml)^Mmz l-X^;U-3-(3-v^;UTS/^Pt°;U)*;U/t?v 
-f5K-tt»*(120mg)t N,N-v^;b75/t°Uv>(25mg)£JjO*.. ig£ft 

£ 24 ftimattLfc. s^«b* i5%y*y-;ufl!>fift>^u>«t'-e#WL, 

IN *|Wb^HJ , t?A*»atfttt*T?a»Lfc.Mli*»«lLs«E 

g-e^^A-effcjsu *«*B*Lfc. aa*/*/-^-ctt*u a 

*U tt«U (2E)-3-(2,3-v^PP7x^;U)-N-[3-(l,2-v^JU-lH-^5y7 
-H/-5-'f;i)7i-]l ]-2- 7* P ^ > 7 S K (44mg) £ ft „ 
APCl-mass;m/z386,388(M+H , )NMR(DMSO ) 5 ):2.36(3H,s), 3.56(3H,s), 
6.87(lH,s), 6.91(lH,d,J=15.6Hz), 7.15(lH,d,J=7.6Hz), 7.4-7.6(2H,m), 
7.6-7.9(5H,m), 7.89(lH,dJ=15.6Hz) ) lO.46(lH,s)Hfi£0<J 82 3-(2-^PP7x 
x^)7^'J;i/^(92mg)<b: 0K7-7+M>VrhU7l/-;U-l--f;U)N,N,N' ,N'- 
xh7^l^Px^A^*^7;U;fP***7-H286mg)£> N.N-v/^ 
;U*JUA75K(5ml)«t>»»jaiC 3<4,5-V^U'fS*V-;i/-l--Ol07xU 
>(94mg)£JlO;U Sfcfc£6 IftlHHI&Lfc. Sfc1**RBx*JI/CftRU 
7K. IN TK^b^-H'J^ATK^t^TKT'^^Lfco^Slli^^ffifL.^ 
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IRU £*iU (2E)-3-(2-^Pa7i-;i/).N-[3-(4,5-^>f 1 ;U-lH--f5^^— 
;U -1- < ;U ) 7 x ^ ;U ]-2- ^ P ^ > 7 i F (138mg) £ o 
APCl-mass;m/z352,254(M+H + )NMR(DMSO, 5 ):2.11(3H,s), 2.12(3H,s), 
6.89(lH,d,J=15.6Hz), 7.12(lH,d,J=8.7Hz), 7.4-7.9(8H,m), 

7.90(lH,d,J=15.6Hz), 1 0.57(1 H,s)HifefW 83 4-?PP'M'j£B(142mg)<!:JI 
{b^-+-9-'J;K0.136ml)(D^^b^U>(3ml)<Djg^!felC'>M(7) 
jU*;uA75K*Jn?Lfc. S£tt££*£HftT 2 BSfH«#U METT* 
ttfcy^b>(3ml)-eft«L. tt*<btt»)«*»fc. 5-(4,5-v^;U 
-lH-^5^y-;U-l-'r;U)-2-7Jl/^-P7-'J>(160mg)roit^by5 1 L/>(2ml) 
fl)*aicttlfi<b1!B»}«4: 4-(v>^^T5/)t°'Jv>(l £C)£ADxfc„ 

tits^tt* 2 siaa*»iafiT-eflH*L»ift<b^^>Tf#«Lfc.» 

y^b>-CttftL, (2E)-3-(2-^PP^x-Jl/)-N-[5-(4,5-vy^;U-lH-'fSy 
V r -;U-l--r;U)-2-7;U^P7xr:;U]-2-^ , P'OT5K(137mg)$-#fco 
APCl-mass;m/z370(M+l)NMR(DMSO, 6 ):2.15(3H,s), 2.37(3H,s), 
7.23(lH,d,J=15.5Hz), 7.40-7.67(5H,m), 7.76-7.81(lH,m), 

7.92(1 H,d,J=l 5. 5Hz), 8.43(lH,dd,J=6.8Hz,2.5Hz), 9.27(lH,s), 10.5(lH,s)5l 

mm 84 mmm m tmmizLXTU(oit^^mtz B N-[^oD-6-[(2- 

euvJU^^;u)7=y]-3-ifUv;i/]-2,3-vy^;u-iH-^>K-;u-7-*;u7f:jr 

+r 5 K APCI-mass;m/z406(M+H + ) 1 H-NMR(DMSO-d6): <5 ;2.18(3H,s), 
2.35(3H,s), 4.68(2H,d,J=5.7HZ), 6.9-7. l(2H,m), 7.2-7.4(2H,m), 
7.5-7.8(3H,m), 8.21(lH,d,J=2.2Hz), 8.28(lH,d,J=2.2Hz), 

8.52(lH,d,J=4.0Hz), 10.15(lH,s), 1 0.73(1 H,s)5ISfc0!l 85 MMM 161 <tp]^ 
lCLTTlB(D^b^^^f-oN-[5-^PP-6-[(2-t°'Jv;U^;U)75/]-3-t 0 
W )\,]-4' - -P )V * P [1,1 '-f7 x ■- )\, ]-3- A + t 5K 
APCI-mass;m/z433(M+H^) 1 H-NMR(DMSO-d6): 5 ;4.68(2H,d,J=5.7Hz), 
7.0-7.5(5H,m), 7.6-8.0(6H,m), 8.11(lH,d,J=2.4Hz), 8.19(lH,s), 
8.26(1 H,d,J=2.4Hz), 8.52(lH,d,J=4.8Hz), 10.27(lH,s)^JSfi!l 86 MMM 161 
t^^lcLTTfB(7^b^^£^fcoN-[5-<7PP-6-[(2-e'Ji?;U^U)75 
/ ]-3- fc° U v ;u ]-3-(2- ^x-;u)/<>X75K 
APCI-mass;m/z421.40(M+H + ) 1 H-NMR(DMSO-d6): 5 ;4.68(2H,d,J=5.7Hz), 
7.08(lH,t,J=5.7Hz), 7.1-7.3(3H,m), 7.5-7.9(5H,m), 8.10(lH,dJ=2.2Hz), 
8.17(lH,s), 8.26(lH,d,J=2.2Hz), 8.52(lH,d,J=4.8Hz), lO.28(lH,s)SISfc0l) 87 
161 tmmzLXTti(Dit£®ZmzoK-[5-Vnn-6-[(2-\c*)i>)l, 
> ^ ;i/ ) 7 S / ]-3- 1° U v ;U ]-5- 7 x n ;u -2- ^ ^" 7 x > * ;U ?H Jf- "9- S h* 
APCI-mass;m/z420.93(M+H + ) 1 H-NMR(DMSO-d6): (5 ;4.68(2H > d,J=5.7Hz), 
7.09(lH,t,J=5.7Hz), 7.2-7.6(5H,m), 7.62(lH,d,J=3.9Hz), 7.7-7.8(3H,m), 
7.93(lH,d,J=3.9Hz), 8.05(lH,d,J=2.2Hz), 8.21(lH,d,J=2.2Hz), 

8.52(lH,d,J=4.4Hz), 10.21(lH,s)HSSi5"l 88 HJS£0!l 161 ctl^tilcLTTfEtf) 
^b^^£^fc 0 N-[5-^PP-64(2-eUv;U^^)75/]-3-b:'Jv;U]-5-(4-7 

;u p ^ x - ;u )-2- f t 7 i > * ^' + ^ ; K 

APCI-mass;m/z439(M+H + ) , H-NMR(DMSO-d6): 5 ;4.68(2H,d,J=5.7Hz), 
7.09(1 H,t,J=5.7Hz), 7.2-7.4(4H,m), 7.58(lH,d,J=4.0Hz), 7.7-7.9(3H,m), 
7.92(1 H,d,J=4.0Hz), 8.04(lH,d,J=2.3Hz), 8.20(lH,d,J=2.3Hz), 

8.52(lH,d,J=4.0Hz), lO.21(lH,s)HJte0l| 89 HJ£#I 161 tmftl~LXTtZ<D 

;i/ /< v* — n» -l- * ;i/ # * 5 K 

APCI-mass;m/z428(M+H + )'H-NMR(DMSO-d6): 6 ;4.70(2H,d,J=5.7Hz), 
7.08(lH,t,J=5.7Hz), 7.2-7.5(5H,m), 7.6-7.8(2H,m), 8.06(lH,d,J=7.7Hz), 
8.16(lH,d,J=7.7Hz), 8.2-8.6(4H,m), 10.33(lH,s)HJ£$ 90 HJ60l| 161 <tl^ 

t° u v ;u ]-6- 7 ;u * p -9H- a ;u 7 - ;u -1- a ;u # * +r 5 K 
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APCI-mass;m/z446(M+H + )'H-NMR(DMSO-d6): d ;4.70(2H,d,J=5.7Hz), 
7.08(2H,d,J=5.7Hz), 7.2-7 .4(4H,m), 7.6-7.8(2H,m), 8.0-8.1(lH,m), 
8.08(lH,d,J=7.6Hz), 8.25(lH,d,J=2.2Hz), 8.31(lH,d,J=2.1Hz), 

8.38(lH,d,J=7.6Hz), 8.53(lH,d,J=4.9Hz), 10.34(lH,s), 11.54(lH,s)^i>£01|91 

^^r-f-'J ;U(0-2ml)t N,N-v^;U*JUA75K(O.01ml)£jJ0;i, 2 

^^^fc 0 4-(t°Uv>-2-'r^^h+v)7- , J>-^^^(191mg) < !:t 0 'Jv> 

U ^^/-;Ut>fV^Pt°^x-x;u-e^;f L. nmLX N-[4-(2-tf'J 
hJrv)7xn;ix]-9H-^;U^-b>-l-*;i/^ + ^SK(151mg)^f#fc„ 
APCI-mass;m/z393(M+H + ) , H-NMR(DMSO-d6): <5 ;4.18(2H,s), 5.19(2H,s), 
7.04(2H,d,J=9.1Hz), 7.3-7.8(9H,m), 7.85(1 H,t,J=7.8Hz), 

7.97(lH,d,J=6.7Hz), 8.09(lH,dd,J=7.5,0.9Hz), 8.59(lH,d,J=7.5Hz), 
lO.22(lH,s)flfi£0l] 92 N-(4-T5/^x-;U)-9H--7;i/^-U>-l-^i;U^^tl-5K 
(150mg)<!: 2-^;U5;Ut O| Jv>(54mg)i:P^(0.03ml)CD 
(5ml)*5§>§&Ks h'JT-trh+vTK^^^^hU^ACMSmg)^^., 2 

£@£Lfc 0 ^S$-*7A^P7h^ : 77'('-(:> l J*y^,25g,2% y-Si/-^- 
^1b>^U>)T?miSL.N-[4-[(2-e'Jv;U^ ; f>/U)75/]7x-;i/]-9H-7;U 
t 1/ > -1- * * # * * S K (61mg) £ f# o 
APCI-mass;m/z392(M+H t ) 1 H-NMR(DMSO-d6): 5 ;4.16(2H,s), 
4.37(lH,d > J=6.1Hz), 6.25(lH,t,J=6.1Hz), 6.58(2H,d,J=8.8Hz), 

7.2-7.8(10H,m), 7.95(lH,d,J=6.7Hz), 8.06(lH,d,J=6.7Hz), 

8.53(lH,d,J=4.0Hz), 9.95(1 H,s)HJ£0"l 93 MMM 91 tm^LXTiiOit 
^^^^fcoN-^-eUvJU^h^W-e'J^^Ul^H-^yU^-b^-l-*^^ 
^ -9" 5 K APCI-mass;m/z394(M+H + ) 1 H-NMR(DMSO-d6): 6 ;4.20(2H,s), 
5.43(2H,s), 7.00(2H,d,J=8.9Hz), 7.3-7.9(8H,m), 7.98(lH,d,J=6.6Hz), 

8.1- 8.2(2H,m), 8.53(1 H,d,J=2.5Hz), 8.57(lH,d,J=4.4Hz), lO.39(lH,s)H!£0iJ 

94 mmm i6i tmmzLXTti<oit£®£mz 0 K-[6-(2-&)V)i>^* 

is )-3- t? U v ]-9H- 13 ;U v / - )\» -1- * Jl/ 7|? * * 5 K 
APCI-mass;m/z395(M+H + ) 1 H-NMR(DMSO-d6): 6 ;5.44(2H,s), 
7.03(lH,d,J=8.9Hz), 7.2-7.6(5H,m), 7.69(1 H,t,J=7.2Hz), 7.83(lH,t,J=7.2Hz), 
8.09(lH,d,J=7.5Hz), 8.2-8.3(2H,m), 8.38(lH,d,J=7.5Hz), 

8.5-8.7(2H,m)10.45(lH,s), 11.49(lH,s)liJ£0fl 95 HfiSflfl 161 tm&lzLX 

* b > - 1 - * /f? 5 K APCI-mass;m/z393(M+H + ) , H-NMR(DMSO-d6): 
<5 ;4.18(2H,s), 4.57(2H,d,J=6.0Hz), 6.61(lH,d,J=8.9Hz), 7.08(lH,t,J=6.1Hz), 

7.2- 7.8(9H,m), 7.96(lH,d,J=6.5Hz), 8.09(lH,d,J=7.4Hz), 
8.28(lH,dJ=2.4Hz), 8.51(lH,d,J=4.7Hz), lO.O6(lH,s)3liS0!l 96 161 
tf^*ilcLTTlB0<b^^^f#7i o N-[6-[(2-t o Uv^^;U)T5/]-3-t o U 

v ;u ]-9H- -h ;u V - ;u -1- a # * s K 

APCI-mass;m/z394(M+H + ) 1 H-NMR(DMSO-d6): <5 ;4.58(2H,d,J=6.0Hz), 
6.63(lH,d,J=8.9Hz), 7.08(lH,t,J=6.0Hz), 7.1-7.5(5H,m), 7.6-7.9(3H,m), 
8.05(lH,d,J=7.6Hz), 8.16(lH,d,J=7.6Hz), 8.2-8.3(2H,m), 

8.52(lH,d,J=4.8Hz), 10.16(lH,s), 11.44(lH,s)HJS«ll 97 WfalA 161 tWfa 
\ZLXTm<Dit^^mtz 0 MH(2-^>^-^ l )^^)*^]-^ , }^ 

)i> ]-9H- ii ;u A 7 - ;u -1- * # * » s F 

APCI-mass;m/z395(M+H^H-NMR(DMSO-d6): (5 ;2.34(3H,s), 
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7.1- 7.3(4H,m), 7.42(lH,t,J=7.6Hz), 7.53(lH,d,J=8.0Hz), 
7.71(lH,d,J=8.0Hz), 8.10(lH,d,J=7.5Hz), 8.17(lH,d,J=7.7Hz), 
8.3-8.5(3H,m), 8.56(lH,s), 10.55(lH,s), 11.49(lH,s)H!fc^ 98 ^Sfe#J 161 
<tHt$ICLrTfB(D^^^#7=o3->TJU-N-[6-[(2-t°'Jv^>T^)TS 
y ]-3- bf U v ;U]-2-( h 'J ^ ;U □ > ^)- 1 H- > h* — -7-* T^^r +>- S K 
APCI-mass;m/z426(M+H + )'H-NMR(DMSO-d6):d;2.43(3H,s), 
4.57(2H,d,J=6.0Hz), 6.61 (lH,d,J=8 .9Hz), 7.07(lH,t,J=6.0Hz), 

7.2- 7.4(3H,m), 7.7-8.0(4H,m), 8.28(lH,d,J=2.4Hz), 8.51(lH ) dt,J=4.9 ) 0.8Hz), 
10.18(lH,s), 11.33(lH,s)HJiS0l|99 N-(2-^PP-4-t°U v;U)-9H-7;U*U> 
-l-*;b7t-:^r-b-5K(160mg)(D l-'Oi'JUtf ^7V>(2ml)*^iSjS$ 140 deg 
C -C' 4 BtPdK 160 deg C T* 6 &fffl&#l,tz. fttP'ik. fc<PlZ&g. 10 ftlSUt 
W Uco i§®U ^XT-ft^U N-p-^-^vJU-l-tf'^v 
- )l )-4- t? 'J v ]-9H- 7;i/tl/>-l-iJ^^*tSK?#fc. 
APCI-mass;m/z461(M+H + ) 1 H-NMR(DMSO-d6):d;3.5-3.7(10H,m) ) 
4.19(2H,s), 7.09(lH,dd,J=1.7,5.7Hz), 7.2-7.8(1 lH,m), 7.97(lH,d,J=6.4Hz), 
8.04(lH,d,J=5.6Hz), 8.13(lH,d,J=6.7Hz), lO.43(lH,s)HJ!i£0l| 100 N-[2-(4-* 

y V ) u -l - tf * 7 v - ;t> H- t? 1 j ) u ] -9H- ^ ;u 7f- u > - 1 - * ;u * 5 K 

(100mg)0»^>'-^(2ml)i:xh : 7tKP^7>5i^lC 6N J£^(0.1ml)£jJQ 
X.. *<D;l£^£0tfl(lOOmg ) 5O%wet)±<Z> lO'/oTK^^b/^v^ AT*7K« 

IISic IN ig&(0.5ml)£iD;u J§^SSLfc. ^^S^x^y-jUT-ft 
»U ABU x$/-,/U-e&;$U &JiU N-[2-(l-t°^^v-^)-4-t°'J v 
JU ]-9H- 7 )\, * l> y -1- iJ )\> if * "9- 5 K ■ ~ & It & (64mg) ^# fc o 
APCI-mass;m/z371(M+H + ) 1 H-NMR(DMSO-d6): 5 ;3.29(4H,s), 3.89(4H,s), 
4.23(2H,s), 7.3-7.7(5H,m), 7.8-7.9(2H,m), 8.00(lH,d,J=6.4Hz), 
8.10(lH,d,J=6.7Hz), 8.19(lH,d,J=7.5Hz), 9.4-9.8,(2H,m), 11.22(lH,s)^i£ 

04 101" 2-(3-tf 'J V ;U ^ 5 1 )l )-5--f V -f > K 'J ;U 7 S > (248mg) <h t° 'J v > 
(0.242ml)©^k^U>(5ml)it J ^jS;*Sl^9H-7 J /U^b>-l-*;U^->I^P 
gh*(229mg)(D^1k> : f U>(5ml)5§^^J)nx.> 1 B^iltf Lfco ^'(b>5 1 U> 
T*#IRU 7K££&7K-eft;tL7i 0 *f$Jf £»IfcU E£8£v?*vOA-etS; 

itSSU ^V^Pt°;Ux-^^r*3fe;f L.ltJiL,N-[2-(3-t 0 'Jv;i,y^ 
;U)-2,3-vth*P-lH-1'V'('>K— ;U-5-^U]-9H-7JU*b>4-:fc;Utf?*+J-S 
K (151mg) £ 7i 0 APCI-mass;m/z418(M+H + ) 1 H-NMR(DMSO-d6): 

5 ;3.83(2H,s), 3.89(2H,s), 3.91(2H,s), 4.18(2H,s), 7.20(lH,d,J=8.0Hz), 

7.3- 7.5(3H,m), 7.5-7.7(5H,m), 7.80(lH,d,J=7.8Hz), 7.97(lH,d,J=6.7Hz), 
8.10(lH,d,J=7.2Hz), 8.50(lH,d,J=3.6Hz), 8.59(lH,s), lO.3O(lH,s)H«50l| 102 

Is > -l- •< )l> -h )\, if - )l ) 7 5 J ] - 3 f- > 7 5 K 
APCI-mass;m/z420(M+H + ) , H-NMR(DMSO-d6): «S ;4.23(2H,s), 
4.53(lH,d,J=5.9Hz), 7.2-7.5(7H,m), 7.5-7.7(2H,m), 7.81(lH,d,J=7.6Hz), 
7.99(1 H,d,J=6.4Hz), 8.15(lH,d,J=7.3Hz), 8.71(lH,s), 8.82(lH,d,J=1.8Hz), 
9.08(lH,d,J=2.4Hz), 9.30(lH,t,J=5.9Hz), lO.7O(lH,s)Hi£0l] 103 H«E0!l 

161 mmzLXTtKoitsmz mtz 0 n-^^p'O^uvs-iph-? 

;u * l> > -1- < )\> 1) )\> ft - ) 7 5 J ] - 3 =f- > 7 5 K 
APCI-mass;m/z438(M+H + ) 1 H-NMR(DMSO-d6): 5 ;4.23(2H,s), 
4.53(lH,d,J=5.9Hz), 7.2-7.5(7H,m) ) 7.5-7.7(2H,m), 7.81(lH,d,J=7.6Hz), 
7.99(lH,d,J=6.4Hz), 8.15(lH,d,J=7.3Hz), 8.71(lH,s), 8.82(lH,d,J=1.8Hz), 
9.08(lH,d,J=2.4Hz), 9.30(lH,t,J=5.9Hz), lO.7O(lH,s)HSfc0l| 104 HSfctfH 
161 £0ttlCL-CTE©fl:£&£»fc. N-[6-[(2-tf 'J $?;U>*;U)75/]-3- 

t° u v ;u ]-3-(2- ^x-;u)K>X75K 

APCI-mass;m/z426(M+H + ) , H-NMR(DMSO-d6):d;4.57(2H,d,J=6.0Hz), 
6.61(lH,d,J=8.9Hz), 7.1-7.5(5H,m), 7.6-7.9(6H,m), 8.17(lH,s), 
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8.26(1 H,d,J=2.5Hz), 8.51(lH,d,J=4.8Hz), 1O.12(1H,s)|IS£0!I 105 MMM 

161 tmrnzLXTticDitsmzmzo 3-(2-^x^u)-N-[3-(iH-i,2,4-h'j 
7 7 - ;u -l- •< )\* ) ? x - ;u ] * ^ X t 5 K 

APCI-mass;m/z347(M+H + )'H-NMR(DMSO-d6):d;7.20(lH,dd,J=3.7,5.0Hz), 
7.5-7.7(5H,m), 7.8-8.0(3H,m), 8.22(lH,s), 8.26(lH,s), 8.39(lH,s), 
9.29(lH,s), 10.62(lH,s)$Sfctil 106 HS60l| 161 <tim§KLTTfB(D<b£$l 
^^7i.N-[3-(5-e'J5v-^)^x-,>U]-3-(2- i fX^;i,)K>XT5K 
APCI-mass;m/z358(M+H + ) 1 H-NMR(DMSO-d6):d;7.20(lH ) dd,J=3.8,4.8Hz), 
7.5-7.7(5H,m) ) 7.8-8.0(3H,m), 8.17(lH,s), 8.22(lH,s), 9.12(2H,s), 
9.23(lH,s), lO.53(lH,s)HJfe0l| 107 ggffift 161 timiKLTTfatfMb^tl 
$#fc 0 N-[3-(l,2-v>^^-lH-'fS^y-^-5--1';U)7i-;U]-2-[4-(l->5 L 

)\, -i- 7 x =. ;u x ;u ) 7 x - ;u ] 7 -fe h 7 5 K 

APCI-mass;m/z424(M+H 4 )'H-NMR(DMSO-d6):d; 1 .62(6H,s), 2.34(3H,s), 
3.51(3H,s), 3.60(2H,s), 6.83(lH,s), 7.0-7.5(10H,m), 7.55(lH,d,J=8.7Hz), 
7.68(lH,s), 10.25(lH,s)iSSS<fll 108 (2E)-N-[3-(l,2-v^^;U-lH--f5^7- 
;U-5-'T^)7x-;U]-3-(l-^-7^^)-2-7P'<>7SK(81mg)0)>^y-;U 
(2ml)tf^i§;'$£^*(50%wet)±(D lOro/^v^AT'^SUfflmTlf 10 

(v'J^^;i/,20g,3% **/-;U-i£lb^U>)-e«£lU N-[3-(l,2-y/f;i/ 
-lH-'T5^V r -;U-5-'r;Upx-JU]-3-(l-^-7^ 1 ^)^ , a^>TSK(57mg)^ 
t# o APCI-mass;m/z370(M+H + ) 1 H-NMR(DMSO-d6): 5 ;2.34(3H,s), 
2.75(2H,t,J=7.7Hz), 3.44(2H,t,J=7.7Hz), 3.52(3H,s), 6.83(lH,s), 
7.08(1 H,d,J=7.7Hz), 7.34(lH,d,J=8.0Hz), 7.4-8.0(8H,m), 

8.14(lH,d,J=8.0Hz), lO.O5(lH,s)H]!i£0IJ 109 %WM 161 (t^tilcLTTIB 
<D lb£$£ mtz o N-[2-[(2-t° 'J v^f- ;U)T5/]-5-e 'J 5 v-;U]-9H-*l ;b 
/ ^y--»U-l-*;U7t?^tl-5h* APCI-raass;m/z395(M+H + )'H-NMR(DMSO-d6): 

5 ;4.62(2H,d > J=6.2Hz), 7.1-7.4(4H,m), 7.41(lH,t,J=7.6Hz), 7.6-7.8(3H,m), 
8.07(lH,d,J=7.6Hz), 8.17(lH,d,J=7.7Hz), 8.51(lH,d,J=4.8Hz), 8.67(2H,s), 
10.29(lH ; s), 11.47(lH,s)Htfe0! 110 mt&M 161 t^lcL-CTIBOHb^ 
^^#fcoN-[2-[(2-eUvJU^^;U)7£y]-5-t°>J5^-;U]-9H-7JU^-b> 
-1- * # * "9- S K APCI-mass;m/z394(M+H + ) 1 H-NMR(DMSO-d6): 

6 ;4.20(2H,s), 4.61(2H ) d,J=6.3Hz), 7.2-7.5(4H,m), 7.5-7.9(5H,m), 
7.97(lH,d,J=6.7Hz), 8.11(lH,d,J=7.4Hz), 8.50(lH,d,J=4-8Hz), 8.61(lH,s), 
10.18(lH,s)^Sg^ 111 3-^PO-5--hP-N-(2-t°'Jv;i/>^;U)-2-t°'Jv^7 
5>(132mg)<t&f»(139mg)<7>x$/-;K2ml)^j§$K IN £^(lml)£ 
iQ;t, *-<D;1£$l£ 3 B#Hil3lLfc. JfrSflL S^ttfcHiBU ft»$B 
£Lfc<, ^btlfcS^IC. 9H-7;U^-lx>-l-*;U7^>^(105mg)(!:^b^lx 

>(5mi)$ tti^fco fistic i-x^;u-3-(3-v^;i/7sy^Pt°;u)*;u7f:i; 

•f SK •tUMt(144mg)& N,N-v^;U7S/e'Jv>(183mg)^J)0x.. ^<D;1 
16ftffl«tf Lfc. S^ttt lN*mb+HJ«*A3jC»»(5ml)y6fl: 
15 #H»tf U -fe^-f KeaaLfc. *fttH£#BlU 7K<t 

A^P7h777*-(vg*i>f;i/,25g,2% >^/-;i/-i§^b>^u>)-efSIS 

L.N-tS-^PP-e-^-e'JS/^^^TS/lO-tf'Jv^l/l^H-^^L/^-l- 
* ;U # * * S K (55mg) £ # fc o 
APCI-mass;m/z427(M+H 4 ) 1 H-NMR(DMSO-d6): «5 ;4.19(2H,s), 
4.68(2H,d,J=5.7Hz), 7.08(lH ) t,J=5.7Hz), 7.2-7.8(8H,m), 

7.97(lH,d,J=6.5Hz), 8.10(lH,d,J=6.9Hz) ) 8.16(lH,dd,J=2.2Hz), 
8.26(lH,d,J=2.2Hz), 8.52(1 H,d,J=48Hz), 10.24(lH,s)HJ5fe#l 112 HJUfl 
161 tmmzLZTtl(Dit£ty£mZol1-[S-taO-6-[(2-£ : ?X->l'** 
)l ) 7 5 J ]-3- t? 'J v ;U ]-9H- 7 * b > -1- * # * * £ K 
APCI-mass;m/z428(M+H + ) , H-NMR(DMSO-d6): «5 ;4.18(2H,s) ) 
4.73(2H,d,J=5.8Hz), 7.16(lH,t,J=5.8Hz), 7.3-7.7(4H,m), 
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7.72(lH,d,J=6.9Hz), 7.97(lH,d,J=6.3Hz), 8.11(lH,d,J=6.8Hz), 

8.16(lH,d,J=2.2Hz), 8.26(lH,d,J=2.2Hz), 8.5-8.7(3H,m), 10.25(lH,s)£lfi« 
113 161 tW»lcUTTlE©<b^«B*f»fc 8 N-[3-(4->h**>-3-tr'J 

*; ;u ) -3 i - )i> ]-9H- -h )V m* - ;u -1- a ;u * 5 K 

APCI-mass;m/z394(M+H 4 )'H-NMR(DMSO-d6): 6 ;3.88(3H,s), 
7.1-7.7(7H,m), 7.70(lH,d,J=8.0Hz), 7.80(lH,d,J=8.1Hz), 8.08(lH,s), 
8.1-8.3(2H,ro), 8.3-8.5(2H,m), 8.48(lH,d,J=5.7Hz), 10.45(lH,s), 11.51(lH,s) 

mmm 114 mmm m mm^LXT^oat^^mzoMH^^ 

-2-^f-)U-iu-^z^ x /— ;^-5-'r;^px^;^]-9H-*;^^ , /— ;i/-i-*;u^+ 

+r 5 K APCI-mass;m/z395(M+ITyH-NMR(DMSO-d6): 
6 ;1.19(3H,y=7.1Hz), 2.39(3H,s), 4.01(2H,q,J=7.1Hz), 6.85(lH,s), 

7.1- 7.5(5H,m), 7.71(lH,d,J=8.1Hz) » 7.88(lH,d,J=8.1Hz), 7.96(lH,s), 
8.11(lH,d,J=7.7Hz), 8.18(lH,J=7.7Hz), 8.38(lH,d,J=7.5Hz), 10.48(lH,s), 

n.48(iH,s)*i6ff! 115 mmm 161 trnm^LXTmoit-esVazmzo 

N-[3-(l-X^;i,-2-y5 1 ;i-lH-'rS^y-;U-5--f;i/)^x^;i,]-3-(2-^x-;U) 
« > X T 5 K APCI-mass;m/z388(M+H7H-NMR(DMSO-d6): 
<5 ;1.18(3H,t,J=7.2Hz), 3.99(2H,q,J=7.2Hz), 6.84(lH,s), 7.1-7.3(2H,m), 
7.45(lH,t,J=7.9Hz), 7.5-7.7(3H,m), 7.78(lH,d,J=8.1Hz), 7.8-8.0(3H,m), 
8.19(lH,s), 10.46(lH,s)H«Efi!l 116 161 ilSH*lCLTTlBaMt*1* 

^^fc 0 3-(5-<7Pa-2-^X-;U)-N-[3-(l,2--^>^^-lH-'r5^7-;U-5-'f 
;U)7x^;U]^<>XT5K APCI-mass;m/z408(M+H + ) 1 H-NMR(DMSO-d6): 
6 ;2.36(3H,s), 3.55(3H,s), 6.88(lH,s), 7.1-7.3(2H,m), 7.45(lH,t,J=7.9Hz), 
7.5-7.7(2H,m), 7.7-8.0(4H,m), 8.13(lH,s), 1 0.44(1 H,s)HSt50l] 117 mi&M 

161 tmmizLXTti<Dit£W!i%mtzo h-[hh^>^°^^-^ 

fr-m-JZVV-fr-S-J ;U]^x^;i/]-3-(2-^x-;i,)K>XT5K 
APCI-mass;m/z410(M+H + ) 1 H-NMR(DMSO-d6): 6 ;3.77(3H,s), 
7.0-7.3(3H,m), 7.28(lH,d,J=7.8Hz), 7.5-7.7(4H,m), 7.9-8. l(4H,m), 
8.19(lH,s), 10.51 (lH,s)H«HM 118 mti&M 161 tmmzLXTti<Dit^ 

^fifcoN-[3-[2-(v^;u^-p>5 1 -iu)-i-> ; ? 1 JU-iH--rs^i/-;u-5-'r;u]7x 

x )U ]-9H- * ;u /< "J — )l -1- * * # * * 5 K 
APCI-mass;nVz417<M+HYH-rWR(DMSO-d6): 8 ;3.79(3H,s), 

7.2- 7.5(6H,m), 7.56(lH,d,J=7.8Hz), 7.71(lH,d,J=8.0Hz), 
7.96(lH 1 d,J=8.1Hz) > 8.06(lH,s), 8.12(lH,d,J=7.5Hz), 8.18(lH,d,J=7.7Hz), 
8.39(lH,d,J=7.7Hz), 10.53(lH,s), 1 1 .5O(lH,s)^SS0l) 1 19 161 
\zLXTti(Oit^^mz 0 ^-[6-[(2-\£^i>-)l^Jl)TZy]-3-^)'J 
)\, ]-9H- 7 )l» t 1/ > -1- il Jl» # + If 5 h' 
APCI-mass;m/z394(M+H + )'H-NMR(DMSO-d6): 6 ;4.18(2H,s), 
4.63(2H,d,J=6.0Hz), 6.65(lH,d,J=8.9Hz), 7.17(lH,t,J=6.0Hz), 

7.3- 7.6(4H,m), 7.63(lH,d,J=6.5Hz), 7.71(lH,d,J=6.9Hz), 
7.82(lH,dd,J=8.9Hz,2.6Hz), 7.96(lH,dd,J=8.0Hz,1.5Hz), 
8.09(lH,d,J=6.7Hz), 8.28(lH,d,J=2.4Hz), 8.51(lH,d,J=2.3Hz), 
8.5-8.6(2H,m), 10.08(lH,s)HJ6<$!l 120 £1601 161 tmm~LXTB<Dit 
^fel^^fc 0 N-[3-(3-/5 1 ;U-4H-l ) 2,4-h , J7y-^-4-'f;i/pxx;U]-9H-^l 
)\, A — )l -1- * Jl> * * 5 K 
APCI-mass;m/z368.47(M+H + )'H-NMR(DMSO-d6): (5 ;2.40(3H,s), 
7.2-7.5(4H,m), 7.61(lH,t,J=8.0Hz), 7.71(lH,d,J=8.0Hz), 
7.98(lH,d,J=8.0Hz), 8.0-8.3(3H,m), 8.40(lH,d,J=7.1Hz), 8.73(lH,s), 
10.65(lH,s), 11.51(lH,s)HJ£0H 121 HS£0"l 161 tm&\zLXTtZ<J)it-£; 
^^#t=.N-[4->hdFi/-3-(5-f'JSvx;upix;U]-9H-*;U/<^-;b-l-* 
JU#*-y-£K APCI-mass;m/z395(M+H + )'H-NMR(DMSO-d6): (5 ;3.84(3H,s), 
7.2-7.5(4H,m), 7.71(lH,d,J=8.0Hz), 7.93(lH,dd,J=8.9Hz,2,6Hz), 
8.03(lH,d,J=2.4Hz), 8.13(lH,d,J=8.0Hz), 8.17(lH,d,J=8.0Hz), 
8.37(lH,d,J=7.5Hz), 8.98(2H,s), 9.18(lH,s), 10.41(lH,s), 11.51(lH,s)£ife0! 
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122 N-(3-^;U5^^x^;U)-9H--7;U+b>-l-*;U^-y-SK(94mg). 4-75 
/t°'JSv>(57mg)<h N,N-vy ; ? : -;U/fx;UA75K(lml)(D;'l^^)lC^ST*f L ^ 
>(IV)'fV^P*>vK(146mg)$ljnx.f-o 1 B#[H]Jft#&, 
KMJ7*h*v7K*fc*0#^HJOA(254mg)£flD*, 14 BSPalHtfLfco 
5C5;1^^^X^;U(30ml)r'#|RL.7K(30ml)T* 3 @t^^7K(10ml) 

N-[3-[(4-t°U5v-;U7S/)>^-»l']7x^;i/]-9H--7;U^-b>-l-*;U7H4r-9-5 
K(42rog)£&fe*S§i<tLT*#fc 0 MS:393(M+l)NMR(DMSO, <5):4.18(2H,br 
s), 4.54(2H,d,J=5.7Hz), 6.4-6.6(lH,m), 7.07(lH,d,J=7.5Hz), 7.2-8.2(12H,m), 
8.41(lH,s), 10.35(lH,brs)$JWH 123 HS60II 122 tmmzLXTtWitS 
#)$#fcoN-[3-[(4-eUvJU75/)^;U]7i-JU]-9H-7JU^-U>-l-^i;U 
| + t ? h' MS:392(M+l)NMR(DMSO, <5 ):4.18(2H,br s), 
4.49(2H,d,J=5.7Hz), 6.6-7.0(2H,m), 7.10(lH,d,J=8.1Hz), 7.3-8.2(12H,m), 
8.61(lH,brs), 10.39(lH,br s)StJ60H 124 Slfcftl 122 £|^|Cl/CTfB<7Mb 
^!fel^#7i.N-[3-[[(5-^P ; E-l,3-^77-;U-2->rjU)75/]/^;U]7xn 
)V J-9H- 7/l'tU>-l-*/l't^^5K MS:476,478(l:l,Br 0 ft 
ft ,M+l)NMR(DMSO, <5 ):4.18(2H,br s), 4.44(2H,d,J=5.8Hz), 
7.0-7.2(2H,m), 7.2-7.9(8H,m), 7.97(1 H,d,J=6-6Hz), 8.10(lH,d,J=7.2Hz), 
8.37(lH,t,J=5.8Hz), 10.37(lH,br s)HJS0ll 125 WMM 122 ir^tilCLTT 
I2(D^^^I^I#fcoN-[3-[[(3-^5 1 ;i/-5-'rV^-9- v y i J;U)75/]>f 1 ;U]7i 
- )V ]-9H- ? ;U * U > -1- * ;U # * -9" 5 K MS:396(M+l)NMR(DMSO, 
6 ):2.00(3H,s), 4.18(2H,br s), 4.26(2H,d,J=6.2Hz), 7.08(1 H,d,J=7.6Hz), 
7.2-8.2(12H,m), 10.36(lH,br s)^J6^ 126 %WSk 122 (tl^tHcLTTlBtf) 
ft^«l*»fc.N-[3-[[(4,6-i?y^;U-2-eU5;jU)75/]^JU]7i-;U]-9H- 
7)[,j-l>y-l-l3 JU7t?^r-y-SK MS:420(M+1)NMR(DMSO, <5 ):2.14(3H,s), 
2.28(3H,s), 4.20(2H,br s), 4.52(2H,d,J=5.9Hz), 6.2-6.4(2H,m), 
7.09(lH,d,J=7.6Hz), 7.2-7.8(8H,m), 7.84(lH,br s), 7.97(lH,d,J=6.5Hz), 
8.10(lH,d,J=7.3Hz), 10.36(lH,br s)ISS60>l 127 HfiS^ 122 tmm^LXT 
E©<b^**»fc.N-[3-[[(5,6-i?/^;b-l,2,4-h'J7S?>-3--f;U)75y]>^ 
;i/]7i-^]-9H-7JU*b>-l-*JU**-9-5K MS:422(M+l)NMR(DMSO, 
(5 ):2.31(3H,s), 2.38(3H,s), 4.17(2H,br s), 4.55(2H,d,J=6.5Hz), 
7.07(lH,d,J=7.3Hz), 7.2-7.9(9H,m), 7.97(lH,d,J=7.7Hz), 

8.10(lH,dJ=7.3Hz), 10.32(lH,br s)H%0l 128 Hffifl] 122 tl^tilCl/CT 

;U ]-9H- 7 * 1/ > -1- A JU # * S K MS:427(M+l)NMR(DMSO, 
(5 ):4.18(2H,br s), 4.56(2H,d,J=5.8Hz), 6.97(lH,d,J=9.3Hz), 
7.10(lH,d,J=7.6Hz), 7.2-7.8(9H,m), 7.83(lH,br s), 7.97(1 H,d,J=6.6Hz), 
8.10(lH ) d,J=7.2Hz), 10.35(lH,br s)H160!l 129 JOKfl 122 irPJfflcLTT 
IB<D^b^^l^#fcoN-[3-[[(5-e'J^>-3-l';i/-4H-l ) 2,4-h'J7\/-;U-3-'< 

;i» ) 7 5 j ] * f- )\< ] ~y x — )\, ]-9H- ~y ;u u > -1- * ;i/ # * -0- 5 K 

MS:459(M+l)NMR(DMSO, <5 ):4.18(2H,br s), 4.45(2H,d,J=6.6Hz), 
7.0-8.4(1 5H,m), 8.54(lH,d,J=4.5Hz), 9.08(lH,br s), 10.37(lH,br i)%WfA 

130 mm 122 £PtilCLTTfB<7Mb£fe£»f= 0 N-[3-[(l,3^7^7 
7— ^-2-^ JU75/)> : ? L ^]7i-;U]-9H-7;U^-U>-l-*;U7t?^+J-5K 
MS:399(M+l)NMR(DMSO, 6 ):4.19(2H,br s), 4.51(2H,d,J=5.7Hz), 
7.11(lH,d ) J=7.8Hz), 7.2-7.8(7H,m), 7.86(lH,br s), 7.97(1 H,d,J=6.5Hz), 
8.11(lH,d,J=7.0Hz), 8.33(lH,t,J=5.7Hz), 8.64(lH,s), 10.36(lH,br s)H%04 

131 122 £@«(CLTTB«Mb£*£»fc.N-[3-[(lH-lA4-HJ7 

7— ;u-3-fju75/)>f 1 ;u]7x-;w]-9H-'7;i/^-u>-i-*;u^4F-9-5K 

MS:382(M+l)NMR(DMSO, 8 ):4.18(2H,br s), 4.31(2H,d,J=5.8Hz), 
6.77(lH,t,J=5.8Hz), 6.9-7.8(10H,m), 7.85(lH,br s), 7.97(lH,d,J=6.6Hz), 
8.10(lH,d,J=7.0Hz), 10.35(lH,br s)£lfeftl 132 mfeffl 122 <t(^^lcLTT 
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12 0) it £ n tz o N-[3-[[(2-2 D □ -4- tf 'J V ;U)T S /] )V] Z> x^ 
JU ]-9H- Z> ;U Pi" U > -1- * ;U # * "9" 5 K MS:426(M+l)NMR(DMSO, 
S):4.18(2H,br s), 4.36(2H,d,J=5.8Hz), 6.4-6.6(2H,m), 7.08(1 H,d,J=7.5Hz), 
7.3-7.9(10H,m), 7.97(1 H,d,J=6.6Hz), 8.10(lH,d,J=7.4Hz), 10.37(lH,br s)H 
MM 133 158 £P^lcLTTfB(D<b£^£#fc„N-[3-[[(2-?PP 

MS:427(M+l)NMR(DMSO, <5 ):4.37(2H,d,J=5.8Hz), 6.5-6.6(211,111), 
7.0-7.5(5H,m), 7.53(lH,t,J=5.8Hz), 7.6-8.0(4H,m), 8.0-8.3(2H,m), 
8.37(1 H,d,J=7.1 Hz), 10.41(lH,br s), 11.49(lH,br s)HS£0!l 134 mMM 158 
tH«|cLrTE©<b^«l*»fc.N-[3-[(4-e'J2?JUT5y)^iU]7i- 
;U ]-9H- * ;U / < s ) — Jl> -1- * iU + +>■ 5 K MS:393(M+l)NMR(DMSO, 
8 ):4.34(2H,d,J=5.8Hz), 6.4-6.6(2H,m), 7.0-7.5(6H,m), 7.6-8.3(7H,m), 
8.36(1 H,d,J=7.5Hz), 10.40(lH,br s), 11.50(lH,br s)SU6ffl 135 3tJfc#] 156 
tH^ICLrTfecD^b^^^#fc„N-[3-[[(5-3';i/^-P-lH-^>X'rsyy 

;u-2--<;u)T5/]y ; ? 1 ;u]7x-;u]-9H-7;u^-u>-i-*;u7t-;^r-9-5K 

MS:449(M+l)NMR(DMSO, (5 ):4.18(2H,br s), 4.54(2H,d,J=6.0Hz), 

6.5- 6.8(lH,m), 6.8-7.8(1 lH,m), 7.86(lH,br s), 7.96(lH,d,J=6.6Hz), 
8.10(lH,d,J=7.2Hz), 10.36(lH,br s)H!£0iJ 136 158 tWl&\ZLXT 
IB(D<b^!fe^^fc 0 N-[3-[[(5-/h+>>-lH-'<>X-<5^V*;U-2-f;U)TS/] 
/fll/]7i-JI/ ]-9H- * ;U /\* V — )l -1- * 7t? 4r "9- 5 K 
MS:462(M+l)NMR(DMSO, 5 ):3.70(3H,s), 4.54(2H,d,J=5.8Hz), 
6.48(1 H,dd,J=2.3Hz,8.4Hz), 6.75(lH,d,J=2.3Hz), 6.9-7.5(7H,m), 

7.6- 7.8(2H,m), 7.95(lH,br s), 8.0-8.3(2H,m), 8.36(lH,d,J=7.6Hz), 
10.40(lH,brs), 10.7(lH,brs), 11.51(lH,brs)^SS^J 137 HJS^ 14<t|^^IC 
LTTta<75lb^!fel^^fc 0 (2E)-N-[3-7;U^-P-5-(-f£/'<>v;U75/px 
^;U]-3-(2-MJ:7;U;*-P>?- ;U7x^JU)-2-^P^>T5K mpl03-105 deg 
CMS:428(M+l)NMR(DMSO, <5 ):6.37(lH,d,J=10.0Hz), 6.53(2H,s), 
6.81-6.93(2H,m), 7.31-7.49(4H,m), 7.64(lH,dd,J=7.5Hz,7.5Hz), 
7.73-7.95(6H,m), 1O.44(1H,s)3IJ60!I 138 HJfe^ 14 <tl5lt$KLTTfB0Mb 
£fy>Z'&tzo (2E)-N-[3-?P P-5-K5>"<>v^75/px^;U]-3-(2-7;U^- 
a73L-)l)-2-Zfa^T^mpm-M deg CMS:394(M+l)NMR(DMSO, 
8 ):6.57(3H,s), 6.92(lH,d,J=15.8Hz), 7.04(lH,s), 7.24-7.37(2H,m), 

7.39- 7.56(4H,m), 7.55-7.78(3H,m), 7.94(2H,s)lO.37(lH,s)Hifc0ii 139 HJSfc 
m 14 tmm\zLXTtiOit^m^mtzo(2E)-N-[5-{-(Z/^y^^TZ 

mp220-222 deg CMS:424(M+l)NMR(DMSO, 8 ):2.24(3H,s), 6.54(2H,s), 
6.67(lH,d,J=7.6Hz), 7.07-7.21(2H,m), 7.30(lH,s), 7.39-7.56(3H,m), 
7.63(lH,dd,J=7.5Hz,7.5Hz), 7.75-8.03(6H,m), 9.52(lH,s)HJ£0l] 140 MM 
m 14 tmmzLXTti(Dit^^mtz a (2E)-^-[H^ K >^^7Z 
/)-2->h^rv7x^;U]-3-(2-h , j7;U^-py^;U7x^jU)-2-^P'<>75K 
mp208-210 deg CMS:440(M+1)NMR(DMSO, 8 ):3.87(3H,s), 6.33(2H,s), 
6.62(lH,d,J=7.0Hz), 7.04(lH,d.J=8.7Hz), 7.34(lH,d,J=15.6Hz), 

7.40- 7.50(3H,m), 7.62(lH,dd,J=7.6Hz,7.6Hz), 7.71-8.00(7H,m), 9.48(lH,s) 

mmm hi mmm 14 tmmzLXT^oit^^mtzo(2Eyn-[2-^aa 

-5-(-f5y<>vJU7S>'Px-;U]-3-(2-h , j7;U^P^f il/7i-JI/)-2-^0 
^>7SK mpl98-199 deg CMS:444(M+l)NMR(DMSO, 5 ):6.47(2H,s), 
6.68(lH,d,J=8.3Hz), 7.26(lH,d,J=15.4Hz), 7.35-7.69(6H,m), 

7.73-8.03(6H,m), 9.68(lH,s)HS6<5l| 142 Hffift 14 tpltUdLTTlEOMb 
^^^fco(2E)-N-[3-<7PP-5-(-f5/'<>v;U7£/px^;U]-3-(2-^P^ 
7i-^)-2-^P^>75K m P 99-101 deg CMS:454,456(M+l,Br Mt4 
ft )NMR(DMSO, 5 ):6.58(3H,br s), 6.81(lH,d,J=15.5Hz), 7.02(lH,s), 
7.31-7.62(6H,m), 7.70-7.80(2H,m), 7.85(lH,d,J=15.5Hz), 7.97(2H,m), 
lO.37(lH,s)HfiS0)] 143 14 £|5]t$lCL-CTfB0Mb£!fel£^f::o 
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(2E)-N-[3-('fS>"<>v;UTS/)-4-^5 1 ;U3'x^;U]-3-(2-h l J7;U^-a^TJU 
7x-;U)-2-^P^>7SK mpll2-116 deg CMS:424(M+l)NMR(DMSO, 

6 ):2.04(3H,s), 6.16(2H,s), 6.90(lH,d,J=15.3Hz), 7.11-7.19(2H,m), 
7.29(lH,d,J=8.3Hz), 7.40-7.51(3H,m), 7.62(lH,dd,J=7.4Hz,7.4Hz), 

7.71- 8.03(6H,m), 1O.19(1H,s)IIJ£0i| 144 mMM 14 .h^tilcLTTffitfMb 
^^^^fc 0 (2E)-N-[3K^Sy^>v;U75/)-4-yh^rv7x-;b]-3-(2-h l J 

7 )\, * P * ? )V 7 x - ;U )-2- ? P * > 7 £ K mp213-214 deg 
CMS:440(M+1)NMR(DMSO, (5 ):3.7l(3H,s), 6.28(2H,s), 
6.88(lH,d,J=l 5.3Hz), 6.97(lH,d,J=8.9Hz), 7.17(lH,s), 7.33-7.50(4H,m), 
7.62(lH,dd,J=7.5Hz,7.5Hz), 7.71-8.00(6H,m), 10.16(lH,s)||J£i$l| 145 USS 
m 14 mmzLXTtl(Dit£fy&mz 0 (2E)-K-[4-<7an-3-tf~S'<^i> 
;UTS/)^x^;U]-3-(2-h , J^^7t-P^T;U^xz: i ;i,>2-^ > P^>75h* 
mp 188-1 89 deg CMS:444(M+l)NMR(DMSO, 8 ):6.49(2H,s), 
6.88(lH,d,J=15.4Hz), 7.27-7.50(6H,m), 7.63(lH,dd,J=7.5Hz,7.5Hz), 

7.72- 7.97(6H,m), 10.37(lH,s)HJfe^J 146 MMM 14 kftmzLXTBOit 
^tl^l#7io(2E)-N-[3-('r5y'<>v;UT5/)-5-(y^;U7.Jb*-^75/p 
i:—)l}-3-(2-l~ i )7)lj-n*1 L )[,7jL—)\,)-2-?°0*>Ts.\: mpl50-155 deg 
CMS:503(M+1)NMR(DMSO, 6 ):3.02(3H,s), 6.47(3H,br s), 
6.92(lH,d,J=15.4Hz), 7.10(lH,s), 7.28(lH,s), 7.40-7.5 l(3H,m), 
7.63(lH,dd,J=7.4Hz,7.4Hz), 7.70-7.99(6H,m), 9.68(lH,s), 10.34(lH,s)SU6 

m 147 mmm u trafliicLr Tc©ft (2E)-n-p-9pp 

x^;U)-2-^P^>TSK mpl58-160 deg CMS:503(M+1)NMR(DMSO, 
«5 ):6.50(2H,br s), 6.57(lH,s), 6.86(lH,d,J=15.6Hz), 7.01(lH,s), 
7.23(2H,d,J=8.7Hz), 7.41-7.50(2H,m), 7.50-7.59(2H,m), 7.73-7.95(4H,m), 
1O.O1(1H,s)1O.37(1H,s)H]&£0i] 148 ££01 \4tm&\~LXTtl<Dit£;®l$: 
#7c 0 (2E)-N-[3-'?PP-5-['r5y(2-7;U^-P^>v^)T5/]7x^;U]-3-(2- 
MJ7JI/tP>f ^7i-;i/ )-2- ^D^>75K mp209-210 deg 
CMS:462(M+1)NMR(CDC1 3 , 5 ):5.29(2H,br s), 6.49(lH,d,J=15.3Hz), 
6.80(lH,s), 7.08-7.3 l(3H,m), 7.41-7.76(7H,m), 8.O4-8.18(2H,m)HJ5£0l| 149 
mfoM 14 tH«|CLTTEa)<b***»fc.(2E)-N-[3-[-fSy(2-7iU^-P 
^v^U^S/px^UH-^-HJ^UTl-P;^ ;i/-7xn;u)-2-^P^>7S 
K • tttttt MS:428(^'J - ft +l)NMR(DMSO, 5 ):7.05(lH,d,J=15.4Hz), 
7.37-7.74(7H,m), 7.77-8. 03(5H,m), 8.48(lH,s), 9.23(lH,s), 10.07(lH,s), 
11.05(lH,s), 11.61(lH,s)HSS0i| 150 SUfeftH 14 fcRttClLTTIBaMkftHi 
£f#fc:o (2E)-N-[3-'5'P P-5-(-fSy<>v;U75/)-2-y h^v^xz:;U]-3-(2- 
hV^l^P^JU^x^U^-^P^r^SK MS:474(M+l)NMR(DMSO, 
<5 ):3.80(3H,s), 6.50(2H,s), 6.64(lH,s), 7.30-7.55(4H,m), 
7.63(1 H,t,J=7.4Hz), 7.75-8.05(7H,m), 9.71(lH,s)HSfc0i] 151 HJ60!I 14 tm 

«lCL-CTIBfl><b*tt*»fc.(2E)-N-[3-'j7PP-5-(-fS/'<>5?;U75/)-4- 
>h*->'7i-;U]-3-(2-h'J^^7|-P^ ; ? 1 ;l'^x^;U)-2-^ > P^>75K 

MS:474(M+l)NMR(DMSO, 5 ):3.68(3H,s), 6.53(2H,br s), 
6.84(lH,d,J=15.3Hz), 7.00(lH,s), 7.40-7.46(3H,m), 7.55-7.69(2H,m), 
7.71-8.06(6H,m), 1O.23(1H,s)5U£0« 152 HSfcfl"! 14 <t^t£|CLTTIBaMb 
^^#7i„(2E)-N-[2,4-v^;U^-P-5-[-<'S/(4-7-b ; ? 1 ;U75/'<>v;i/)7 
5/]7i-JU]-3-(2-hU7;U^-py j f : -;i/7x-;U)-2.^ , P'075K m P 180-185 
deg CMS:503(M+1)NMR(DMSO, 5 ):2.07(3H,s), 6.54(2H,s), 
7.14(lH,d,J=15.3Hz), 7.29(lH,t,J=10.8Hz), 7.60-7.95(10H,m), 10.03(lH,s), 
1O.12(1H,s)|IS£0!I 153 14 tmmizLX.hl (D'J>^t(2E)-N-[3- 

^PP-5-[^5y(4-^;UX;U7h-;U75y<>v;U)75y]3'x-;U]-3-(2-h l J 
7;U^-P^^;l/^x^;U)-2-^P^>75KCDti^$-^7i„ mpl80-185 deg 
CMS:537(M+l)NMR(DMSO, <5 ):3.17(3H,s), 6.89(lH,d,J=15.4Hz), 
7.29(lH,s), 7.36-7.43(2H,m), 7.60-7.96(9H,m), 9.40(2H.br s), 10.51(lH,s), 
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10.76(lH,s), 11.36(lH )S )Hig<59 154 ${fcft| 14 i|^t§ICLTTlECDlb£$l 
$#fc.(2E)-N-[2,3-v<7Pa-5-(-<5^ /< >v^75^)7x^;U]-3-(2-H l J7 
)btD^f)l7i-)b )-2- ^ P ^ > 7 5 h' mp213-214 deg 
CMS:478(M+l)NMR(DMSO, 6 ):6.67(2H,s), 6.89(lH,s), 
7.25(lH,d,J=15.3Hz), 7.40-7.50(4H,m), 7.64(lH,t,J=7.5Hz), 

7.75-7.98(6H,m), 9.82(1 H,s)H!fe0ll 155 K^X^;U(lml)*a>(2E)-N-[2,3- 
i/<7QP-5-('l'5>"<>v^75>'Px^;U]-3-(2-H l J"7;U^-apt5 1 ^7x^ 
;U)-2-^aK>T5K(50mg)lcK^X^;K^ 4N H&(lml)£J)Qa.fco MST* 
1 B#P B 18im&. »«*H*U ^^-CX^'J-ttlcL. (2E)-N-[2,3-v* 
PP-5-('TS>"<>v;UT5/px^;i/]-3-(2-H , J^;U^t-oy^;U7xn;U)-2- 
^a^>75K-liiHfi(i4iiig)*»fe©*S»B»*tLr»fc. 

MS:478( 7 'J — i* +l)NMR(DMSO, 5 ):7.12-8.22(13H,m), 9.24(lH,s), 
9.98(lH,s), 10.21(lH,s), 1 1.68(lH,s)HlifeW 156 lHb^b>(lml)*T* 
3-(l,2-v>^;U-lH-'1'5^V' r -^-5-'r;i,)-5-^;U7t-P7- l J>(62mg)(!:h l Jx 
5 1 ;U7S>(73mg)a);g^tllC^aT'3';i/^U>*^^>^P , JK(145mg) 
$JP^fc 0 6 B#PnUi#&s R£S£fc£»iiX^I,(5n>l)-eft«lU 7k 
(30ml)-C 3 HftitLfco *«**ttlT*y*$'*A-el8*U MLfe. » 

^^>^U>-/5 1 ;bT;u=i-;u=l0/l)lc c ):y^glLs^x^;u-'ry^pe 
;Ux-7 L ;KZ>;1^^-Cia#L,N-[3-(l,2-i;y^;i/-lH-'r5^ % y-;U-5--f 
;i/)-5-7;i/^-P7xX^]-9H-7^^-U>-l-* < IU7t-:dFtl-5h*(55mg)$jillfe 
*S H t L T tz o MS:398(M+l)NMR(DMSO, (5 ):2.37(3H,s), 3.60(3H,s), 
4.21(2H, br s), 6.97(lH,s), 6.9-7.2(lH,m), 7.3-7.5(2H,m), 7.5-7.9(5H,m), 
7.99(1 H,d,J=6.5Hz), 8.14(lH,d,J=7.2Hz), 1O.62(1H,s)HJ5£0I] 157 HSS0!l 
156t|^^lcL-CTia<7)^^tl^fc„N-[3-^PP-5-(l,2-v^5 1 ;i/-lH-'r5 
V 7 — ;l/ -5- -f il- ) 7 x - )\, ]-9H- ? * U > -1- ± 7f? * -t 5 K 
MS:414(M+l)NMR(DMSO, 6 ):2.37(3H,s), 3.59(3H,s), 4.21(2H,br s), 
6.98(lH,s), 7.2-7.9(7H,m), 7.9-8. l(2H,m), 8.14(lH,d,J=7.3Hz), 10.60(lH,s) 
m&M 158 3-(l,2-v>^;U-lH-^5?7-;l/-5-^;U)-5-yh*v7-'J> 
(1.07g). l-^;U^-b>*;U^>^(1.24g). l-th*P^rV'<> % yh , J7 , /-;l/ 
(799mg) > 4-VP' ; ? L ^T5>'t O| Jv>(722mg)i:^1b^5 l U>(50ml)(D;g^!fel 
IC l-X^U-3-(3-v^ i 3 i ;U75/^ , Ptf;U)*;i/7t?i5'f5K-^^(1.13g)^ 
^TM;S-eJlD^7io2 BKS^sSJSS^^ lN-£&(200ml)lC$t^ 
tz B #®Lfc7k^$J§££<b^l/>(200ml)-ejfe;tU lN-TR^b^r-U^ 
AT**»U tt<t**b:/(20Qml)T? 3 BftfflLfc. tttt 

fflL^^P^h^^-f- (^^b^f 1 U>-^;UT;UP-^;1^2-^3%).it^ 
X^;U-n-^-9->(l:2)T*t»»L.N-[3-(l,2-v^ : f;U-lH-'r5^7-vU-5-'f 
;U)-5->h+v7x^;i/]-9H-7;U^-b>-l-*7U7t?^-9-SK(1.16g)5lillfe^ 
^ £ L T *t fr o MS:410(M+1)NMR(DMSO, «5 ):2.36(3H,s), 3.57(3H,s), 
3.81(3H,s), 4.20(2H,br s), 6.7-6.8(1 H,ra), 6.89(lH,s), 7.3-7.5(3H,m), 
7.5-7.7(3H,m), 7.74(lH,d,J=7.7Hz), 7.9-8. l(lH,m), 8.13(lH,d,J=7.5Hz), 

io.40(m,br s)mmm 159 mmm \s6 k®mizLXTfc<Mt£®&fflzo 

N-[3-(l,2-v/5 L ;U-lH-'T5^ > 7-;U-5-'r^)-5-(4- ; E;U7n i J-;U)^xX 
JU ]-9H- 7 ;U * U > -1- * ;U 7t? * * 5 K MS:465(M+l)NMR(DMSO, 
5 ):2.35(3H,s), 3.0-3.3(4H,m), 3.56(3H,s), 3.6-3.9(4H,m), 4.20(2H,br s), 
6.72(lH,s), 6.86(lH,s), 7.2-7.8(7H,m), 7.9-8. l(lH,m), 8.11 (lH,d^F=7.2Hz), 

io.29(iH,s)iitt« i6o mmm \ss tmm~LXT&o)it£®izmzo 

(2E)-N-[3-^PP-5-(l,2-vy5 1 ;L'-lH-'r5^7-;U-5-'fyUpxx;i,]-3-[2-(h 
'J^UjJ-p^UpiX^-^P^l/TSK MS:420(M+1)NMR(DMSO, 
<5):2.36(3H,s), 3.57(3H,s), 6.87(lH,d,J=15.3Hz), 6.97(lH,s), 7.2-7.3(lH,m), 
7.5-8.0(7H,m), 10.65(lH,br s)mMM 161 3-0,2-v^ Jl/-lH--f5$V-./U 
-5--<;i/)-5-^h+->7xiJ>(52mg)i: 6-7)\,*a-9K--h)l>'W-)\>-l-l3)l>7£ 
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nlfjU)a;U#$?-fSK-Eiltt(69mg)fc N,N-v^U75/t: 'J v>(15mg) 

tk. in *ii<b-f i»U'!?A*»?fttM*T?a»Lf=. *s«H£#8iu 

»U tt*U N-[3-(l,2-V^U-lH-'f5$V-;U-5--f ;U)-5->Mrv7x- 
]-6- 7 ;U * P -9H- * / W — ;U -1- )V # * M- 5 K (40mg) £ |# fc » 
APCI-mass;m/z429.40(M+H + )'H-NMR(DMSO-d6): <5 ;2.37(3H,s), 
3.59(3H,s), 3.83(3H,s), 6.74(lH,s), 6.91(lH,s), 7.2-7.4(2H ) m), 
7.53(lH,t,J=1.4Hz), 7.62(lH,t,J=2.0Hz), 7.71(lH,dd,J=4.6Hz,8.9Hz), 
8.03(lH,dd,J=2-5Hz,9.3Hz), 8.13(lH,d,J=7.2Hz), 8.40(lH,d,J=7.6Hz), 
10.44(lH,s), 11.56(lH,s)HJ£0ij 162 HJ6$ 161 irl^^llcLTTIBtDibo 
fe^#fc 0 N-[3-(l,2-v^^;U-lH-'f5^\/-;U-5-'l';U)-5->h^v7i- 

;u ]-9H- * ;u /< v / - ;u -l- * ^ # * » s K 

APCI-mass;m/z411.40(M+H + ) , H-NMR(DMSO-d6): 5 ;2.37(3H,s), 
3.59(3H,s), 3.83(3H,s), 6.74(lH,t,J=1.8Hz), 6.91(lH,s), 7.21(lH,t,J=7.5Hz), 
7.3l(lH,t,J=7.7Hz), 7.42(lH,t,J=7.6Hz), 7.54(lH,s), 7.63(lH,t,J=2.0Hz), 
8.10(lH,d,J=7.7Hz), 8.18(lH,d,J=7.7Hz), 8.38(lH,dJ=7.6Hz), 10.43(lH,s), 

n.50(iH,s)fij&$ 163 mmm m tmm~LXTit&o)it£®£fflz 0 

N-[3--i7oa-5-(i,2-v>T;u-iH-'i'5^i/— ;u-5--r;u)^x^;u]-9H-*;u/< 

V - )V -1- * # * * 5 K 

APCI-mass;m/z415.27(M+H + ) , H-NMR(DMSO-d6): 8 ;2.38(3H,s), 
3.61(3H,s), 6.99(lH,s), 7.2-7.5(4H,m), 7.72(1 H,d,J=8.0Hz), 
7.84(lH,t,J=1.6Hz), 8.1-8.3(3H,m), 8.40(lH,d,J=7.5Hz), 10.61(1H,s), 

ii.53(ih,s)**« 164 mmm m tmmizLXT&toitsmzmtzo 

N-[3-taa-5+l,2-*s*?)lAH-jZV x S—)l-5-4)l)7i:—jl,]-6-7)l>-tO 
-9H- ± JU /* 7 - )l -1- ft )V # * V- 5 K 
APCI-mass;m/z433.20(M+H + )'H-NMR(DMSO-d6): <S ;2.37(3H,s), 
3.61(3H,s), 6.98(lH,s), 7.2-7.4(3H,m), 7.70(lH,dd,J=9.3Hz,4.6Hz), 
7.83(lH,s), 8.04(lH,dd,J=9.3Hz ) 2.5Hz), 8.1-8.3(2H,m), 8.42(lH,d,J=7.6Hz), 
10.61(lH,s), 11.50(lH,s)HS£^ 165 mtfaffl 161 <t|5)$ilcLTTISaHb£ 
ft^»fc.N-[3^nP-5-(l,2-v^f ;U-lH-'f5$V-->U-5-'OU)7xZL 
]-2,3- v p< ^ /U -1H- O h* - * A * # * * 5 K 
APCI-mass;m/z393.33(M+H + )'H-NMR(DMSO-d6): 5 ;2.18(3H,s), 
2.37(6H,s), 3.59(3H,s), 6.96(lH,s), 7.09(lH,t,J=7.7Hz), 7.23(lH,t,J=1.7Hz), 
7.63(lH,d,J=7.7Hz), 7.71(lH,d,J=7.7Hz), 7.81(lH,s), 8.11(lH,t,J=1.9Hz), 
10.44(lH,s), lO.8O(lH,s)Hiifc0!l 166 mmm 161 tm&\Z.LXTUOit£ 
!fel^^fcoN-[3-'!7PP-5-(4,5-vy5 1 ;U-lH-1'5^y-;U-l--f ;U)^x~ 

)\, ]-9H- -p ;u Is > -1- * 4r "fr S h* 

APCI-mass;m/z414.33(M+H + )'H-NMR(DMSO-d6): 5 ;2.12(3H,s), 
2.15(3H,s), 4.21(2H,s), 7.3-7.5(3H,m), 7.5-7.9(5H,m), 7.98(lH,d,J=6.4Hz), 
8.05(lH,t,J=1.8Hz), 8.15(lH,d,J=6.8Hz), 1 0.70(1 H,s)HS&#] 167 
161 tmmz.LXT&0)it-B;%a£mz. N-[3-?PP-5-(4,5-v^U-lH--f 5 

^ , ;-ii-i-'f;i/)7i-;i' ]-9H- -h )i i < s ) - )\, -l- -h )\, # * +J- 5 K 

APCI-mass;m/z415.20(M+H + ) 1 H-NMR(DMSO-d6): (5 ;2.14(3H,s), 
2.17(3H,s), 7.21(lH,t,J=7.5Hz), 7.3-7.5(3H,m), 7.6-7.8(2H,m), 
7.87(lH,t,J=1.9Hz), 8.1-8.3(3H,m), 8.41(lH,d,J=7.5Hz), 10.71(lH,s), 

n.54(iH,s)*ifi« 168 mmm iei mmzLXTt&aitstezmzo 

N-[3-^PP-5<4,5-v>5 1 ;U-lH--<5^ , y-;U-l-'f^pxz:jU)-2 ) 3-vy : ?^ 
-1H- > K — ;u -7- * ;u # * * S K 

APCI-mass;m/z393.33(M+KT f ) 1 H-NMR(DMSO-d6): 5 ;2.12(3H,s), 
2.15(3H,s), 2.19(3H,s), 2.36(3H,s), 7.10(lH,t,J=7.7Hz), 7.30(lH,t,J=1.9Hz), 
7.64(lH,d,J=7.7Hz), 7.7-7.9(2H,m), 7.84(1 H,t,J=l .7Hz), 8.15(lH,t,J=l-9Hz), 
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10.55(lH,s), lO.82(lH,s)£»0* 169 mmM 161 tmmzLZTB<Dit£ 
tl^#fccN-[3-(4 ) 5-v>5 1 JU-lH-'f5^^-JU-l-'r;U)-5-yh^v^x- 
)\, ]-9H- 7*tb>-l-*A#t*SK 
APCI-mass;m/z410.47(M+IT , ) 1 H-NMR(DMSO-d6): <5 ;2.12(3H,s), 
2.14(3H,s), 3.82(3H,s), 4.20(2H,s), 6.75(lH,t,J=2.0Hz), 7.3-7.5(3H,m), 
7.5-7.7(4H,m), 7.74(lH,d,J=7.7Hz), 7.98(lH,d,J=6-2Hz), 

8.13(lH,d,J=6.6Hz), lO.52(lH s s)StS£0"l 170 HJSfl] 161 i^tilcLTTie 

i - ;u ]-9H- * ;u x 7 — ;u -1- 1j # * +*- 5 K 

APCI-mass;m/z411.33(M+H + )'H-NMR(DMSO-d6): 5 ;2.13(3H,s), 
2.16(3H,s), 3.85(3H,s), 6.76(1 H,t,J=2.0Hz), 7.20(lH,t,J=7.1Hz), 
7.31(lH,t,J=7.7Hz), 7.42(lH,t,J=7.1Hz), 7.56(lH,t,J=1.7Hz), 7.6-7.8(3H,m), 
8.10(lH,d,J=7.7Hz), 8.17(lH,d,J=7.6Hz), 8.39(1 H,dJ=7.7Hz),. 10.53(lH,s), 
U.50(lH,s)H«6iM 171 mm 161 t|H]^lcLTTIBO)jb^^^#fco 
N43<4>v>f 1 ;U-lH-^S^^-^-l-'fJU)-5-P<h+v^xz:;i / ]-2 ) 3-VP 1 ^ 
-1H- '-f > K - ^ -7- * * # * » S K 
APCI-mass;m/z389.27(M+H + ) , H-NMR(DMSO-d6): 5 ;2.12(3H,s), 
2.13(3H,s), 2.18(3H,s), 2.36(3H,s), 3.83(3H,s), 6.73(lH,t,J=2.0Hz), 
7.09(1 H,t,J=7.6Hz), 7.53(lH,s), 7.6-7.7(2H,s), 7.71(lH,d,J=7.1Hz), 
10.36(lH,s), 10.77(lH,s)HS£^ 172 MMM 161 irl^ff l~L-TTI20Mb£ 
tl^^fcoN-[3-i>T/-5-(4 ) 5-VP'^;U-lH-'r5^V*-;U-l-'r;U)^xz: 

;U ]-9H- 7 t U > -1- * A # * * 5 K 

APCI-mass;m/z405.40(M+H + ) , H-NMR(DMSO-d6): d ;2.13(3H,s), 
2.16(3H,s), 4.22(2H,s), 7.3-7.9(7H,m), 7.99(lH,d,J=6-7Hz), 
8.11(lH,t,J=2.0Hz), 8.16(lH,d,J=6-8Hz) ) 8.31(lH,t,J=1.6Hz), 10.85(lH,s)H 
MM 173 m&m 161 iH»lCL-CTE©ftd«B*f»fc.N-[3-(5-^aa-4- 

y^;u4H-^5^i/-;i/-i--<;upx-;u]-9H-*;i//^y— ;u-i-*;utK+-9-5 

K APCI-mass;m/z401(M+H*) 1 H-NMR(DMSO-d6): 5 ;2.19(3H,s), 
7.22(lH,d,J=8.0Hz), 7.32(1 H,t,J=7.7Hz), 7.42(lH,t,J=7.6Hz), 

7.59(1 H^-OHz), 7.70(lH,d,J=8.0Hz), 7.9-8.3(5H,m), 

8.39(lH,d,J=7.8Hz), 10.65(lH,s), 11.51(lH,s)|U£0l] 174 161 tmffi 

IZLXTBOit-^^mtzo N-[3-(5-£P n-4-.* i ? 1 ;i>-lH-'f£?V-;i/-l-'r 
jl, ) 7 i - ;i, ]-9H- 7 ;U * \s > -1- * tH "* 5 K 
APCI-mass;m/z400.27(M+H + ) 1 H-NMR(DMSO-d6): <5 ;2.17(3H,s), 
4.20(2H,s), 7.21(lH,d,J=7.7Hz), 7.3-7.7(5H,m), 7.75(lH,d,J=6.7Hz), 
7.9-8. l(4H,m), 8.14(lH,d,J=6.7Hz), 10.63(lH,s)HiSW 175 9H-^;U+b> 
-l-*;Ui-C>^(835mg)t 3-y^;U-N 2 -(2-t°Uvil,^^ J IU)-2,5-t:Uv;i,v75 
>(845mg)0^<by5 L b>(3Oml)*li5S^I^ l-X^;U.3-(3-i/>^;U75/^ > 
ot°JU)*;U/t?v-<5K-^^(1.14g)i: 4-v^;b75/b:'Jv>(242mg)£ 

^U^A^PTh^:^— (*>'J*$% 150g,l-4% ^/-.(U-^^b^b 
>Jtai)-C'fliiL,N-[5-y : 3 1 ;U-6-[^5 1 ;U[(2-e'Jv;U> ; ? 1 ;U)7S/]-3-tf'Jv 

;u ]-9H- 7 ;u * u > -l- * ;u * * -9- 5 h* (i.i4 g ) % n tz 0 

APCI-mass;m/z407(M+l)NMR(200MHz,DMSO-d6): 6 ;2.20(3H,s), 
4.17(2H,s), 4.66(2H,d,J=5.8Hz), 6.55(lH,t,J=5.8Hz), 7.19-7.74(9H,m), 
7.96(lH,d,J=7.1Hz), 8.08(lH,d,J=7.1Hz), 8.12(lH,d,J=2.3Hz), 

8.50(lH,d,J=4.5Hz), lO.O2(lH,s)H!£09 176 9H-7^^"U>-l-*;U/t?>^ 
(178mg)£ N l -<2-tf«Ji?;U/^;U)-3KhU7;U*oy^JU)-2,5-lfU5?;U5/7S 
>(230mg)CD^<b>5 1 U>(5.0ml)4'e)S^|C l-X^jU-3-(3-v>5 1 ;i/7S/ 
^□e;U)*JU7|?i5-rsK-li»tt(244mg)t 4-v^;U7Syf'Jv>(52mg) 

is n^iif #Lfc„ g^^mb^ u>-e*&u *fc£**-ea 
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-JU-et&ftU »IXU |tliL.N-[6-[(2-t 0 Uv;U^^^)TS/]-5-(KU^;U 
^0>^JU)-3-b:Uv;U]-9H-^;U7|-b>-l-*;U^+-b)-SK(143mg)^#fc. 
APCI-mass;m/z461(M+l)NMR(200MHz,DMSO-d6): <5 ;4.20(2H,s), 
4.73(2H,d,J=5.4Hz), 7.11(lH,t,J=5.4Hz), 7.22-7.78(8H,m), 

7.97(lH,d,J=6.5Hz), 8.12(lH,d,J=7.0Hz), 8.36(lH,d,J=2.3Hz), 

8.52(2H ) d,J=4-2Hz), 1O.33(1H,s)II1&0I| 177 9H-7;U^U>-l-*;U7t?>^ 
(167mg)fc N 2 -^^^-N 2 -(2-t o 'Jv;U>^^)-2,5-tf'Jv;Ui;T5>(170mg)<7) 

i^b^u^.Omi^^jS&K i-x^;u-3-(3-v^^;uT£y^nif;u)*;u 

#5?-fSK-*K*(228nig)i 4-v/^;U75^t°'Jv>(48mg)^ttlx.. 18 B$ 

WRU ft*U N-[6-[^;U(2-f'Ji?;i/^^JU)75>']-3-e'Jv;i/]-9H- 
7fl/tb>-l-*JVfP + *5K (121mg) £ ft fc . 
APCI-mass;m/z407(M+l)NMR(200MHz,DMSO-d6): 6 ;3.13(3H,s), 
4.19(2H,s), 4.86(2H,s), 6.71(lH,d,J=9.1Hz), 7.12(lH,d,J=7.8Hz), 
7.25-7.76(7H,m), 7.91(lH > dd,J=9.1Hz,2.6Hz), 7.96(lH,d,J=7.5Hz), 
8.09(lH,d,J=6.7Hz), 8.41(lH,d,J=2.4Hz), 8.52(lH,d ; J=48Hz), 10.l3(lH,s) 
mtl&m 178 9H-^;U^-b>-l-*JU^>^(151mg)<t 3^PP-N 2 ^f 
-N 2 -(2-t°UvVUy^;U)-2 ) 5-t°gvJUv7S>(185mg)a)m-(b>5 1 L/>(6.0ml) 

tfBiBjftfc i-x5 1 ;u-3-(3-v> t ^uTS/^Pt°;i/)*;u7Kv'rsK-^^ 

(207mg)i:4-vy^;U7S/t°'Jv>(44mg)^*I]^, 18l*|Hl»ffLfc. iE£ft 

'J*^;U 20g,3-5% y^y-;u-*ft^i/>»lil)-c««L»N-[5-^pp 
-6-[>f L ;K2-t°U^^P t 5 L ^)75/']-3-tf l Jv^]-9H-7;U^-U>-l-* < IU^=Sr 
-9-5 K(129n«)£ftfe: . APCI-mass;m/z44 1 (M+l )NMR(200MHz,DMSO-d6): 
6 ;2.91(3H,s), 4:21(2H,s), 4.60(2H,s), 7.24-7.45(4H,m), 7.59(lH,d,J=7.6Hz), 
7.63(lH,d,J=7.6Hz) ) 7.74-7.79(2H,m), 7.98(lH,d,J=6.9Hz), 

8.13(lH,d,J=6.9Hz), 8.31(lH,d,J=2.3Hz), 8.50(lH,s), 8.52(lH,d,J=2.3Hz), 
lO.47(lH,s)gliiiE0i] 179 9H-7;U*U>-l-*UUtf>&(128mg)i: N 2 -^^ 
;U-2-t°'Jv;U)y^Jl,]-2 ) 5-t°'Ji;;Uv7S>(133mg)(7)^<b>5 1 b>(4.0ml) 

(174mg)i:4-v^7;U75/t°'Jv>(37mg)^0K.. 18 ftMiltWtfz. MS® 
£iHb^b>T*^§*U *tft**-C*»L» tt»-7^**>*^ A-Cttfll 

N-[6-[[(4-y7;U-2-t°UvJU)^5 1 ;U]75/]-3-t 0 'Jv;U]-9H-^;U^-b>-l-^ 
JU # * 3 K (95mg) $ # 

APCI-mass;m/z407(M+l)NMR(200MHz,DMSO-d6): 5 ;2.28(3H,s), 
4.18(2H,s), 4.52(2H,d,J=6.0Hz), 6.60(lH,d,J=8.9Hz), 7.00-7.73(7H,m), 
7.79(lH,dd,J=8.9Hz,2.5Hz), 7.92(lH,d,J=6.8Hz), 8.09(lH,d,J=6.8Hz), 
8.29(lH,d,J=2.5Hz),8.36(lH,d,J=5.0Hz), lO.O6(lH,s)Hi£0!l 180 m-Z>)\,* 
U>-l-^;U7t?>^(160mg)<5: K 2 -[(3-*T)\,-2-&)V)l)*?)\,]-2,5-&)V)l> 
v75>(164mg)(D^^b-? { ^U>(6.0ml)4 3 ^jS/'S^ l-l^U-3-(3-v^U 
7S/^Pe;U)*;U^i?'f5K-^il^(220mg)i: 4-v*^U75/t:'Jv> 
(47rog)£»Q;L, 18 B*|ll|flM*Lfc. a****ft>^U>-e*flL» 

£*$/-;i/ef&#u SttU ftiiu N-[6-[t(3->^;u-2-fji?;u)y^ju] 

75/]-3-tf'J^^]-9H-7;U^-U>-l-*;U7Hdr-9-5K(161mg)^^fco 
APCI-mass;m/z407(M+l)NMR(200MHz,DMSO-d6): <5 ;2.35(3H,s), 
4.19(2H,s), 4.54(2H,d,J=5.0Hz), 6.72(lH,d,J=8.9Hz), 6.80(lH,t,J=5.0Hz), 
7.23(lH ) dd,J=7.5Hz,4.8Hz), 7.32-7.82(7H,ra), 7.97(lH,d,J=6.9Hz), 
8.09(1 H,d,J=6.9Hz), 8.35(lH,s), 8.38(lH,d,J=8.9Hz), 10.06(lH,s)Hlife^ 181 
9H-7>)U^b>-l-*;i/^>^(190mg)<!: N 2 -[[3-?PP-(5-Mj7 )\,*a*T 
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;U)-2-eUv;U]^^JU]-2,5-eUv;UvT5>(320mg)a)^<b^^U>(5.5ml) 
i-x^;u-3-(3-v^l/T5/^at°;U)*;u^v-rsK-^^ 
(259mg)<t4-v^;U7S/t: Vv>(55mg)£a0x. l^fS^WLtzc il^fe 

U*>r> 35g,3-5% *$;-)\,-l&it*T\symtii)X*mUL. N-[6-[[[3-^P P 

> -1- * # * U- 5 K (98mg) £ H fc 8 

APCI-mass;m/z495(M+l)NMR(200MHz,DMSO-d6): 5 ;4.17(2H,s), 
4.66(2H,d,J=5.8Hz), 6.64(lH,d,J=8.9Hz), 7.24(lH,t,J=6.1Hz) ( 

7.31-7.72(6H,m), 7.82(lH,dd > J=8.9Hz,2.5Hz), 7.96(lH ) d,J=6.5Hz) ) 
8.07-8.16(2H,m), 8.26(lH,d,J=2.4Hz), 8.90(lH 5 s), lO.O6(lH,s)HJ60!l 182 
9H-7;i4-U>-l-*;Utf>&(365mg)i: N 2 K3-t'Uv;U>^)-2,5-tf<JvJU 
v75>(388mg)<7)i£lb;*7U>(8.0ml)4 5 ^?§;$K l-i*JI/-3-(3-$?WU 
75/7ne;U)*^#e?-f5K'&&H(500mg)i: 4-v/^b7S/t:'Jv> 
(105mg)£i0?t. 18 B#r B 11i#Lfc 0 ;1^**Jfifl;^^>T?ftWL. *<t^ 

N-[6-[(3-t°Uv;uy^;U)7S/]-3-e i Jv/U]-9H-3';U^-b>-l-*;i'^+-9-S 
K (215mg) £ f# o APCI-mass;m/z393(M+l)NMR(200MHz,DMSO-d6): 
5;4.18(2H,s), 4.50(2H,d ) J=6 0Hz), 6.58(lH,d,J=8.9Hz), 7.06(lH,t,J=6.0Hz), 
7.30-7.82(8H,m), 7.96(1 H,d,J=6.5Hz), 8.09(lH,d,J=7.1Hz), 

8.32(lH,d,J=2.4Hz), 8.43(lH,dd,J=1.5Hz,4.7Hz), 8.56(lH,d,J=l-7Hz), 
10.06(lH,s)HS£ffl] 183 9H-7;U^-b>-l-*;U7H>K(172mg)<tN 2 -[2-(2-lf l ) 
i;;U)X^jU]-2,5-eUv;Uv75>(180mg)0)^^by ; ? 1 U>(4.0ml)tt'^jSjS 
|C l-X^;i/-3-(3-v> J ? 1 ^T5>'^Plf^)*;U^V'r5K-^^(235mg)<i: 
4-v^;U75/t°'Jv>(50mg)^P^, 18 B*|HH*ttLfc. S*tt*ttfls> 
*b>-e*RU *fc*tt*-eft»U SiT^v^A^dL, MET 
■e»Ji*B*Lfc. »3i*y*/-/"l>T?tSH*U ft*U N-[6-[[2-(2- 

eUi/;U)X^;U]75/]0-t°U^;U].9H-7^^b>4-a^7t?dr-9-5K(45mg) 
$ |# fc o APCI-mass;m/z407(M+l)NMR(200MHz,DMSO-d6): 
6 ;3.00(lH J t,J=6.7Hz), 3.59(2H,td,J=6.7Hz,6.2Hz), 4.19(2H,s), 
6.48-6.52(2H,m), 7.19-7.75(9H,m), 7.97(lH,d,J=6-5Hz), 

8.09(lH,d,J=7.3Hz), 8.33(lH,d,J=2.3Hz), 8.51(lH,d,J=40Hz), 10.05(lH,s) 
184 9R-Z>)ls*ls>-l-±)\,#yM(366mg)k N 2 -^>v^-2,5-t 0 'Jv 

;U75/^Pt°;i,)*^7t-:v^5K-^^(500mg)t 4-v>^;U75/t:'Jv> 
(106mg)£Jn;u 18 B#ra«H*Lfc. S£$£^b^U>^#§*U 

/^£v-ry7Pfc 0 ;ux-^;u,t>$/-;uT*f&#U »fl»U ft*fcU 

N-[6<^>v;U75/)-2-t°'Jvil']-9H- - 7;U^-U>-l-*;U7f?dp-9-5K(205mg) 
£*#fc 6 APCI-mass;m/z392(M+l)NMR(200MHz,DMSO-d6): 8 ;4.18(2H,s), 
4.48(2H,d,J=6.1Hz), 6.55(lH,d,J=8.9Hz), 6.98(lH,t,J=6.1Hz), 

7.20-7.80(1 lH,m), 7.96(1 H,d,J=6.6Hz), 8.08(lH,d ) J=7.1Hz), 

8.30(lH,d,J=2.4Hz), 1O.O5(1H,s)HJ£0») 185 9H-7;U*U>-l-:*>;M-;>& 
(73mg)i: 3<4-tfUi/;UWU)7-U>(64ing)0ttflS/* U>(3.5ml)tfe>§ 
&|C l-X5 1 ;U-3-(3-v> : f^75/^Pe^)*Jl/^v^5K-^^(100mg) 
£ 4-v>^;i/7Sytf'Jv>(21mg)$tt]X. 18 B#Mlll#Lfc. S*1**8Hb 
^U>-CftRL» *ta**T?*»Ls ttilT^**>^ A-eftJtL. ME 
Tr*^^g*Lfc.^S^vU^U*7A^PThy**7^-C>'J*^U 
15g,l-4% ^y-;i.-«Hb>^l^>S&ai)Tfll»L, N-[3-(4-fJ v/U WU) 
7i-JI/ ]-9H- 7;i/tl/>-l-*^t: + tiK (96mg) £ # f_ . 
APCI-mass;m/z377(M+l)NMR(200MHz ) DMSO-d6): 6 ;3.99(2H,s), 
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4.17(2H,s), 7.02(lH,d,J=7.5Hz), 7.25-7.72(10H,m), 7.97(lH,d,J=7.9Hz), 
8.10(lH,d,J=7.2Hz), 8.48(2H,dd,J=1.4Hz,4.5Hz), lO.3O(lH,s)Hi£0t| 186 H 

mm 14 tmrnzLXTtwitsmzmzoK-iHw-^yy^v**-**; 

— ;i/-3-'T;U7'5/)-5-^PP7x^^]-2-<7QP~»^-A75Kmpl33-135 deg 
CMS:424(M+l)NMR(DMSO, 6 ):6.93(lH,d,J=l 5.6Hz), 7.35-7.67(8H,m), 
7.76-7.85(lH,m), 7.92(lH ) d,J=15.6Hz), 8.05(lH,s), 8.17(lH,d,J=7.9Hz), 
9.88(lH,s), 10.59(lH,s)7C*^ffi:f+^fil+(H 2 0),.o:C;59.74,H;3.87 J N;9.50 
Hj|iHit:C;59.69,H;3.89,N;9.51 USStffl 187 7-7/U;l-P-2,3-^tr-*P-'<>V 
[b]^-bt°>4-*;U7^>^(146mg)CD^^b>^b>(3ml)*^S;UlC^^3i- 
++r'J;K0.15ml)<t N,N-v^U*;UA75K(-;i)£iax.. 
T*2 tiff$MWLtz„ jg^METT'SS HH^b^^fc i&it*T\s 
>(3nX)tpO) 3-(<<S.? x J-)l>-l-'()\s)7- 1 ) >(1 1 lmg)t t°'J v>(0. 1 7ml)(D 

X.. S^^^^-e 2 B#PiSlli# Lfco jS£!$i£^b^b>-e#S*u TKt 
^7kT'^;tLfc„ ^©Lfc^li^^T^^v^A-e^JiL. MET 
-eit^S^Lfro ?§^^/-JUT:^L. 7-7;U*P-2,3-vtKP-'<> 

4 /[b]^-+-trf> 4-^^7p>^(3-'T5^y-;u-i-'f;u-7i-;i/)-T5K 

(105mg) £ f# o APCI-mass;nVz350(M+H7H-NMR(DMSO-d6): 
5 ;2.98(2H,t,J=4.5Hz), 4.25(2H,t,J=4.7Hz), 7.07(lH,dd,J=15.4Hz,5.1Hz), 
7.1-7.3(3H,m), 7.3-7 .4(2H,m), 7.49(lH,t,J=8.0Hz), 7.6-7.7(2H,m), 
7.97(lH,t,J=1.9Hz), 8.16(lH,s), lO.19(lH,s)HJ£0!l 188 9-^>XJUt--)^ 
-2,3-i?tKP-^> % /[b]^-^r-bhf> 4-*;U7t?>^(188mg)(7)^<b>5 1 b> 
(2ml)*SI;l&l::i&1b**+rUJH0.2ml)<i: N,N-vy^U7|N;i/AT5K(-jS) 
£*[]*., iS^^MT* 2 B#RIHii$ Lfco jt*g£MET-e®£U 
fcfy£'mz a iHb^U>(3ml)*0) 3-('TS'S<'y-;U-l-'f^)T- l J^ 
(lllmg)te'je?>(0.17inl)G>B)B»l=±ET?»e)*lfcillfift»<D*<by 
^b>(3ml);$j££-;iS-f oira g£*s£ Mt? 3 ttMttft Lfco 
£i£<b^b>T*:ftSiU 7K<!:6^7KT'^jf Lfc 0 aVLfcttttJISttK? 
^^•^A-CKJSL. *ET-C»«IE*B*Lfc. Si$>*-/-il/T;»» 
U 9->^>x;u^-;u-2,3-vtKP-^> x /[b]^-tre> 4-*ji/*|5:/lt(3--f 

s ^ y - Jl/ -1- -f II • 7 i - /l > 7 s h* (248mg) £ # fc . 
APCI-mass;m/z410(M+H + ) 1 H-NMR(DMSO-d6): <5 ;3.01(2H,t,J=4.4Hz), 
3.32(3H,s), 4.45(2H,t,J=4.6Hz), 7.14(lH,s), 7.2-7 .4(3H,m), 
7.50(lH,t,J=8.0Hz), 7.6-8.0(4H,m), 7.98(lH,s), 8.17(lH,s), 10.26(lH,s)^Jg 
m 189 9-^PP-2,3-vth'P-^>y[b]^-trt°>4-*;l/7t?>^(157mg)<7)^ 
^b>^b>(3ml)*^^lclS^^-9- | J;K0.16ml)«i:N,N-vy^;i/*;UA 

U mM^itm^mtzo ^b/^H>(3ml)*0) 3-(-<5^7-;U-l-r;U)7- 
'J>(lllmg)tt o 'Jv>(O.17ml)0ejS^lC±IBT'#b^xfc®^^btia)^ 
<ty*b>(3ml)»}ft*-;»-f oiiijU &£*l£Mt? 2 H#IH«#Lfc. ;1 
£tt£«fc>*u:/T**«lU *££J!t*-ea»Lfc. ttS&Lfc^fclif £$i 
IvWvOAT^iL, *ET-C»«IE*H*Lfc. 
ftU 9-'i7PP-2,3-vtKP-'<> , /[b]^+-fet°> 4-*JU7|5>lt(3--f 5^ 4 /— 
)l -1- <f )b ■ 7 I = Jl/ )• 7 S K (195mg) £ # , 
APCI-mass;m/z366(M+HYH-NMR(DMSO-d6): <5 ;3.02(2H,t,J=4.3Hz), 
4.37(2H,t,J=4.7Hz), 7.07(lH,d,J=7.8Hz), 7.12(lH,s), 7.27(lH,s), 
7.3-7.6(4H,m), 7.6-7.8(2H,m), 7.97(lH,t,J=2.0Hz), 8.17(lH,d,J=1.0Hz), 
lO.22(lH,s)HSfe0i] 190 8->h+v-2,3-vtKP-^>t/[b]^-be> 4-2UU 
7H>K(154mg)(D^<b^5 1 b>(3ml)*Sji^l3^^b^-^-y- | J;K0.15ml)t 
N 1 N-S?^;U*JUAT5K(-aS)**P*»a^«J*Sa"C 2 B#M«#l,fc. 
*«£*ETT?»*U fi»*fl;**f»fc. i£<b^b>(3ml)*0) 3-(-TS 
^ 4 /-;U-l--f;U)7-U>(lllmg)i:e'Jv>(0.17ml)a)^jSjSlC±IBT'^b 

♦ifcii*ft*<Dttfc>f-u>(3iiii)*ss*-air-3jiBii.iS*tt*sa-e 
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2 ftmrnwuze s^fcfcmt^i^-es&au *t6£*T?&» uz* 

»**/*/-.«>T*t&*U 8-*h*v-2>^tKP-*>7[b]**-t:t 0 > 4-2) 

;U7t?>^(3-^5^ , /-;U-l--l'^-7x^JU)-T5K(222mg)^^fco 

APCI-mass;m/z362(M+H + ) , H-NMR(DMSO-d6): 5 ;2.94(2H,t,J=4.7Hz), 

3.77(3H,s), 4.26(2H ) t,J=4.7Hz), 6.56(lH,d,J=2.4Hz), 6.68(lH,<U=8.6Hz), 

7.12(lH,s), 7.25(lH,s), 7.3-7.4(2H,m), 7.46(lH,d,J=8.0Hz), 7.6-7.7(2H,m), 

7.96(lH,s), 8.16(lH,s), lO.O7(lH,s)HJ£0l| 191 7->h^v-2,3-vtKP-'<> 

x /[b]^-btf>4-*;U/K>^(154mg)ro^^b-/5 1 b>(3ml)ct 1 ^j$l-^^b 

/J-*-tHJ;K0.15ml)£ N,N-v^l>*;UA75r-*(-j&)£flO*.. 

ST? 2 l^|i|«»Lfc.*a**ETT?B*L.a»lfift**t»fc.^b> 

^lx>(3ml)(t>© 3-erS^y-^-l-'T;U)7-iJ>(l 1 lmg)£:tf' J$/>(0.17ml) 

<7)^S^I^±IBT'#'infc^<b^0)^^b>5 1 b>(3 m l)i§^^-ji-ro 

to*, s^hbs^st? 2 &mmftUz 0 s^^b^b^-e^iRu * 

*6tt*T?ife»Lfc. »KLfc^«B*«El|-7^*e/^ A-CftJtL. ME 

5i/-;u.*<b^l/>)Tfl»«L»7-/h4F->-2,3-i?tKa-'<> 4 /[b]**-be 
y 4-*;i/t:>^(3-<5^^-^-i-<;u-7x^;u)-7SK(i89mg)$^7io 

APCI-mass;m/z362(M+H + ) 1 H-hfMR(DMSO-d6): 6 ;2.96(2H,t,J=4.7Hz) ) 
3.74(3H,s), 4.20(2H,t,J=4.7Hz), 6.8-7.0(2H,m), 7.02(lH,d,J=2.7Hz), 
7.13(lH,s), 7.24(lH,s), 7.34(1 H,d,J=8.4Hz), 7.48(lH,d,J=8.0Hz), 
7.6-7.8(2H,m), 7.97(lH,s), 8.17(lH,s), 10.17(lH,s)Hlfe^l 192 7-?PP-2,3- 
vfcKP-^>7[b]**-bt:> 4-*;U7^>K(157mg)(D^'(b> : ? 1 b>(3ml)tt J 
MMmzi&ittZ-WMO.ltmVt N,N-v^;U*;UA75K(-;*i§)£i>n 
jiJSftSISt! 2 B#ra«#Lfc.»«£«ET-eB*Ufflltfifl:1!B 
fco ffifc/^>(3ml)*0!> 3-Cf5^V*-;U-l--f JU)7-'J>(lllmg)t 
t°Uv>(0.17ml)0)eSi$l^±IBT^b^7i^^1b!^0)^^b^U>(3ml) 

L^>T^§*U *tft**Tf*»Lfc. »«lLf=^aig*«EKT^*<>^ A 
T?ft«U aETr*«*9*Lfc. S£*;**/-;UT??SeaU it IK 
U 7--?PP-2,3-vtKP-'<> v /[b]:*-*-fetf> 4-*JM?>»(3-<f5*V-,IU 
-1- •< - 7 1 - )- 7 5 K (197mg) £ fc . 
APCI-nwss;m/z366(M+H^H-NMR(DMSO-d6): 6 ;2.98(2H,t,J=4.6Hz), 
4.27(2H,t,J=4.6Hz), 7.01(lH,d,J=8.7Hz), 7.13(lH,s), 7.23(lH,s), 
7.3-7.7(6H,m), 7.96(lH,t,J=1.9Hz), 8.16(lH,s), 10. 17(lH,s)^S60iJ 193 2,3- 
S/tKP-^>V/[b]**-btT> 4-*UU/H>&(154mg)£: l-fcKP**>'<> x /HJ 
77-;K131mg)(D^b^5 1 U>(10ml)*^Sjai- l-X^;U-3-(3-v/^;U 
7S^Pt'jU)2i;U7Kv^5h'-i&®£(233mg)£ta;t, /"I^fe* 1 ftffi&ft 
Uz. ££*J|C 3-(-f5*V-;i/-W ;U)7-'J>(129mg)£ N,N-v^U75 
/tf'J v>(109mg)£ JPit. 24 B#H«#Lfc. f ©I6«lSSft>f 
ft«U *i££*T?a»U RB*UO AT*£SU j£«£B£Lfc 0 SI 
iS^^A^PVh^^— (*>'J*y;U 25g,3% JU-ttfb/^U:/) 

T?«gu 2,3-vtKP-^>v*[b]^-+-trt°> 4-*;UTH>K(3-'f 5^7-;u-i- 

*f ;U - 7 I - )- 7 5 h* (196mg) £ f# „ 
ESI-mass;m/z332(M+H + ) 1 H-NMR(DMSO-d6): 8 ;2.98(2H,t,J=4.3Hz) ) 
4.27(2H,t,J=4.3Hz), 7.0-7.6(8H,m), 7.6-7.8(2H,m), 7.98(lH,t,J=2.0Hz), 
8.16(lH,s), 1O.17(1H,s)HSS09 194 2,3-i/fcKP-'<>7[b0-*-t:tf > 4-l3)l> 
7t?>^(3-<5^'7--'U-l-'(';U-7i-;i/)-75K(110mg)(7)X^>'- < ;U(5ml)tt3 
^JSiSlC^±(7)/^v'!7 A(10% w/w,50%wet,50mg)T?*^llfflmT 10 
B*IH**«i)DLfc. tt)ft£*£U a***ETTJB*Lfc. 3B$$tt<b 
y^b^i-YV^Pt^UX-x^Tr^^L^^AS-^h^tKP-^^tb]^- 
4-*^/H>®(3-^5^7-;U-l-'l';U-7i-;U)-75K(59mg)£^ 
fc 0 APCI-mass;m/z334(M+H + )NMR(DMSO-d6): <5 ;2.0-2.3(2H,m), 
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2.6-3.2(3H,m), 3.6-3.8(lH,m), 4.3-4.5(lH,m), 6.9-7.6(8H,m), 7.63(lH,s), 
7.92(lH,s), 8.14(lH,s), lO.23(lH,s)Hi&0!l 195 8-<7PP-2,3-vtKP-'<>7 
[b]**-fetf> 4-*;U7^>^(106mg)t l-th*P*v'0 4 ./MJ7l/-A> 

iVfhfr&M 5K-&&£(136mg)£J]Q;u ji^tl* 30 #Pif]Ji#Lf;: 8 

3-Cf5^ x /-;U-l-<;U)7- l J>(75mg)i: N.N-v^UTS^tf'Jv:/ 
(63mg)£JJ0;U 24 B#P B Hi#U= 0 *(BS£^£J&lb^b>-CMiHaU 

;UT'$#U jtSfcU $£*§U 8-^PP-2,3-vtKP-^>l/[b]^-be> 4- 
* i 1/ tf> & ( 3 --f 5 # 1/ - ) U - 1 - << ; U - 7 1 =. J U ) - 7 £ K ( 1 02mg) £ # tz „ 
ESI-massjm/zSeeCM+H^'H-NMRCDMSO-de): (5 ;2.98(2H,t,J=4.6Hz), 
4.29(2H,t ) J=4.6Hz), 7.09(lH,d,J=2.1Hz), 7.13(lH,d,J=2.1Hz), 

7.16(lH,d,J=2.2Hz), 7.26(lH,s), 7.34(lH,d,J=9.0Hz), 7.46(lH,d,J=6.3Hz), 
7.50(lH,d,J=6.8Hz), 7.6-7.8(2H,m), 7.96(lH > t,J=2-0Hz), 8.16(lH,s), 
lO.19(lH,s)HJ£0i] 196 l,l-v^V-2,3-^tKP-lH-'<> 4 /[b]Txe>4-* 
;^>^(135mg)i: l-tKP^v^>7h'J77-;K92mg)(D^{by^b> 
(3ml)tt>R)B5ftlC l-X^;U-3-(3-i/^ ; 3 i ;U75/^Pt 0 ;U)^;U^V'r5K-^ 
&i£(163mg)£JlO;L, Jg£1$!l£ 30 ftmmWLtzo 3-K5^'/-;U 
-l.^;U)7-'J>(90mg)<l: N,N-v^U75/lf Uv>(83rog)£An;L. 24 B# 
PaliitfU:. *<D;g£$)£i£<by^U>T*#mU 7K<t&iS7KT?&#U St 

KIIU l ) l-V^JFV-2,3-vtKP-'<>l/[b]5 1 Xt 0 > 4-*;U^>^(3-'T5^ 
— )l -1- -< ;U - 7 i - ;U y 7 5 K (50mg) £ # 0 
ESI-mass;m/z380(M+HYH-NMR(DMSO-d6): 6 ;3.05(2H,t,J=6.6Hz), 
3.80(2H,t,J=6.6Hz), 7.13(lH,s), 7.37(lH,d,J=9.0Hz), 7.4-7.8(7H,m), 
7.99(lH,s), 8.06(lH,d,J=7.4Hz), 8.18(lH,s), 1 0.42(1 H,s)HJ60l] 197 7-WU 
-2,3-vtKP-^>y[b]^-^-trhf> 4-* J lU7t?>^(143mg)a>i&lb</ i 3 L U> 
(3ml)*8g^fcl^b**tNj;K0.15ml)<i: N,N-v^U*;UA75K(- 
j®)£*Dx. 5S*tt*Mt? 2 &P B UI#Lfc. it&£MET-eg£U Silt 
&lb$l£i#fco igfc^l^tfml)*^ 3-('f5*V-;i/-l--OU)7xg> 
(lllmg)i:e'J^>(0.l7ml)(D^jSjSlC±IB-C'^b*vfc^^b!K!ia)lt1b^ 
^U^(3ml);^jS£-JS-f O»0;U jI^^MST* 2 BtPifjiltfLTio 
^b^U^T^U fct-k&fcZ'TkftUz. 'AWLtz^t&mZtiiiWl-? 
?*v<t7A-(?$£*iU METT'jt^^e* Lfco Bias* 2-?P/</-JU"C 
¥9tt AU 7-^;U-2,3-vtKP-*>vr[b]**-fetf> 4-*;U/f?>K 

(3- S ^ x / — )l* -1- <f )l/ • 7 i - )l )• 7 5 K (178mg) * % tz a 
APCI-mass;m/z346(M+H + )'H-NMR(DMSO-d6): 5 ;2.27(3H,s), 
2.96(2H,t,J=4.4Hz), 4.23(2H,t,J=4.7Hz), 6.88(lH,d,J=8.2Hz), 7.0-7.2(2H,m), 
7.2-7.3(2H,m), 7.34(lH,d,J=9.0Hz), 7.48(lH,d,J=8.0Hz), 7.6-7.8(2H,m), 
7.98(lH,U=1.9Hz), 8.17(lH,s), 10.14(lH,s)HJS^ 198 8,9-S/tKP-7H-^ 
>7v^P^^x>-6-*^7H>^(132mg)(D^<b/5 1 U>(3ml)'4 3 ®Sj«l- 
^^b^-9-'J;K0.15ml)(!: N,N-^WU*;UA75K(-jjS)£J)0a.. 

1b>^U>(3ml)*(75 3-('f5^l/-;U-l-'f;i/)7- , J>(lllmg)<!:t 0 'Jv> 
(0.17ml)(DejS^lC±IB-e^b^7i®^^^(D^^b> ; fU>(3ml)?S^£ 

»U *ETT?*l»*B*Lfc. »a*>*/-;U-CSISftU &BU 8,9- 
vtKP-7H-^>7v^P^x>-6-*;U7t-:>^(3--l'5^y-;i/-l--<;U-7x 
- ;U )- 7 5 K (195mg) £ ft fc 
APCI-mass;m/z330(M+HYH-hMR(DMSO-d6): 8 ;2.0-2.2(2H,m), 
2.60(2H,t,J=63Hz), 2.7-2.9(2H,m), 7.13(lH,s), 7.2-7.5(6H,m), 
7.47(lH,t,J=8.0Hz), 7.6-7.8(2H,m), 7.99(lH,t,J=2.0Hz), 8.17(lH,s), 
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lO.\9(\U,s)mmm 199 7-3-K-2,3-vtKP-*>7[b];l-*-fct:> 4-AJU/K 

N,N-v^U*JUA7£K(-j&)£an;U S^^^MiSr* 2 B#H«#Lfc. 
»«S*ET"CB* U ftBEft*£»fc. iHb^L/>(3ml)*a> 3-(-f5 
^l/-;U-l--f;U)7- l J>(72mg)<tt o 'Jv>(0.11ml)(7)^S^(C±I2-e^b 

♦ifctttt<tifca)*afty^ix>(3nii)»jfts-ai"oax..ii^**Sjat? 
»a*^/-;u-cstsaL, gnu 7-a-K-w-5?tKo-K>»/[b]**-b 

4-*;U*>tt(3--f5y7-;U-l--r;U-7i-;U)-75K(162mg)*»fc. 
APCI-mass;m/z458(M+H + ) , H-NMR(DMSO-d6): 6 ;2.97(2H,t,J=4.2Hz), 
4.26(2H,t,J=4.5Hz), 6.81(lH,d,J=8.5Hz), 7.13(lH,s), 7.22(lH,s), 
7.34(lH,d,J=8.0Hz), 7.46(lH,d,J=8.0Hz), 7.56(lH ) dd J J=2.2Hz,8.5=Hz), 
7.7-7.8(2H,m), 7.82(lH,d,J=2.0Hz), 7.96(lH,s), 8.16(lH,s), 10.15(lH,s)HJ£ 
m 200 7-7JU^-P-2,3-vtKP-^>7[b]^-^-bt°> 4-*;U^>^(83mg)i: 
5-75/-3-^PP-2-(t°'Jv>-2--f;i//5 1 ;U)T5ye'Jv>(97mg)(D^^^5 1 
l/>(5mI)«t>B5«aiC1^5 t JU.3-(3-S?^^JU75/^Pe;i/)*;U7l?S?'f5K- 
^^(115mg)i:N ) N-v^^;U75yf'Jv>(24mg)^»DX. £dft£ 24 B# 
HBtfU 10:l®»fc**b>->*/-;U*ftBLfc.*<D»»£*s IN* 

BBfcBSLfc. »BS**/-JH?»*U JtftU 
U 7-7JU*P-2«3-S?tKO-K>7[b]**-btf> 4-*;Ut|5>II[5-^PD 
-6-[(t°Uv>-2-'C;uy^^)75y]t 0 g^>-3-l';U]7SK(139mg)^^fcc 
APCI-mass;m/z425(M+H + ) 1 H-NMR(DMSO-d6): 5 ;2.94(2H,t,J=4.5Hz), 
4.22(2H,t,J=4.7Hz), 4.66(2H,d,J=5.7Hz), 6.9-7.4(7H,m), 

7.71(lH,dt,J=1.8Hz,7.7Hz), 8.01(lH,d,J=2.2Hz), 8.18(lH,d,J=2.2Hz), 
8.50(lH,d,J=3.6Hz), 9.88(lH,s)SBB 201 7-7;U^P-2,3-vth*P-^>7 

[b]+*-bt;> 4-*;U7t?>B(i04mg)i: 3-[i, 2,4] HJ 77— ;i/-i--OU-7i-;i/ 

7S>(80mg)ro^ikp'5 1 b>(5ml)ct J ^S^IC l-X^;U-3-(3-v^^^75/ 
^Plf;U)*;U7|?5?-r5K'ttB*(134nig)i N,N-i?> J 5 L ;U75>'tf l Jv> 

(3img)*a*. ;g£^£ 24 ftMafcuttfcyf^-eftRLfc.-to)* 
in *iWb-i-hij^A*»at^**-eft*ufc.»*Lfc*«l 
*«B7y**>^A-CftBL. »li*B*Lfc. BB***/-^T?«* 
U BBU tt£U 7-7;U*P-2>vtKP-*>7[b]**-fetf>4-:*j;U7f5> 
B (3-[l,2,4] h 'J 7 7 - -IU -1- -f ;U - 7 i - ;U )- 7 5 K (74mg) * # fc . 
APCI-mass;m/z351(M+H + ) 1 H-NMR(DMSO-d6): 8 ;2.99(2H,t,J=4.4Hz), 
4.25(2H,t,J=4.7Hz), 7.00(lH,dd,J=5.2Hz,8.9Hz), 7.12(lH,dt,J=3.0Hz,8.3Hz), 
7.22(lH,s), 7.33(lH,dd,J=3.0Hz,10.0Hz), 7.5-7 .9(3H,m), 8.2-8.3(2H,m), 
9.27(lH,s), 1O.25(1H,s)^J60IJ 202 7-7;U*P-2,3-vfcKP-'<>7[b];l-*-fe 
t°> 4-*Jl/tOB(104mg)i: 3-t°'J5v>-5--OU-7i-;U75>(86mg)(DJ& 
\t*=f-V>(5TsA)$>WMW&Z l-x^;U-3-(3-vyT;U75/7Pt° i lU)^;U/t?v 
-<SK- &Ki£(134mg)£ N,N-v>7^7£/t°'Jv>(31mg)£})0x., Itft 
£ 24 B#p B Hi#U ttfc>*lx>-C#BLf::. ^<7)?g&£7K. IN TK^^b^h 
'J^A*»atft**-e*S*Ufc.»»LfcW«B*«[B-7^*i/^AT? 
ft«U »B*B*Lfc. BB*>*/-;u-C»#L, BBU ft«U 7-7 
;u*p-2,3-vtKP-*>7[b]**-fetf> 4-*;i/^>B(3-t°U5v>-5-'f;u 

7 i — IV )- 7 5 K (133mg) J i fc „ 
APCI-mass;m/z362(M+H + ) 1 H-NMR(DMSO-d6): <5 ;2.99(2H,t,J=4.4Hz), 
4.25(2H,t,J=4.7Hz), 7.01(lH,dd,J=5.2Hz,9.0Hz), 7.12(lH,dt,J=3.0Hz,8.3Hz), 
7.22(lH,s), 7.33(lH,dd,J=3.0Hz,9.8Hz), 7.5-7.6(2H,m), 7.8-7.9(lH,m), 
8.08(lH,s), 9.09(2H,s), 9.21(lH,s), 10.1 6(1 H,s)HS&0!l 203 7-?;M-P-2,3- 
S/tKP-^>7[b]+*-btf> 4-2>;U7t-;>^(104mg)<t 3-(2,3-S/>*JI/-3H-'f 
5^'7-;U-4--f;U)-7i-;U75>(99mg)fl)^<t^ i fU>(5ml)*B)i5ai= 
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l-X^;U-3-(3-vy5 1 ;U7Sy^ , Pt 0 ;U)*;U^V'rSK-^K^(134mg)i: 
;i/75/tf<Jv>(31mg)£JjO;L. 24 B#F.J]li#U JUb* 

^b>-e#f?Lfco ^0) IN 7KK^hU^A7K5t^<!:^^7KT* 
ft&Lfc. ttJiXLfcW^II^i^^v^AT-gJiU 
£i;&£^/-JU-el»#U ItHXU «£«U 7-7J^O-2,3-vtKP-'<>y 
[b]?J-+-izt:> 4-rtJU#>^[3(2,3-v^U-3H-^S?V r -;i'-4-'OU)-?xX 
;U]-75 K(108mg)£#fc „ APCI-massjm^SCM+H^'H-NMRCDMSO-de): 
5 ;2.36(3H,s), 2.98(2H,t,J=5.0Hz), 3.55(3H,s), 4.25(2H,t,J=4.7Hz), 
6.86(lH,s), 7.00(lH,dd,J=5.2Hz,8.9Hz), 7.0-7.2(4H,m), 7.3-7.5(2H,m), 
7.69(lH,d,J=8.2Hz), 7.77(lH,s), lO.O8(lH,s)||Jfc0!l 204 3-(2,3-v W ;U-3H- 

■i s$V-;i/-4->r ;u)-T-'J >(94m g )<t 3-:J-?$ u^-i-^ ;u-7? U 

(99mg)(D^^b>5 1 b>(5ml)4 J SjSjiSl^ l-X^;b-3-(3-v^;U75/^Pt° 
;U)^U#V'f5K-&&&(144mg)£ N,N-v^;b75/t? U v>(31mg)$ft] 
tLs ;I£$l£24l$FBlli#U ^^S*Lfco5i^*7A^PVh^^ 
-(*>U*^U 20g,3% ;^-ii^b*5 1 b>)^t£^UN-[3-(2,3-vy ; ^- 
J^-3H-^S?V-;^-4-^^)-:7xx;^]-3-:K7$b:/-l-^ 
(64mg) £ |# fc „ APCI-massjm/zSeSCM+H^'H-NMRCDMSO-de): 

5 ;2.37(3H,s), 3.57(3H,s), 6.9-7.0(2H,m), 7.15(lH,d,J=7.7Hz), 
7.44(lH,t,J=7.9Hz), 7.6-7.8(4H,m), 7.9-8. L(4H,m), 8.26(lH,d,J=7.6Hz), 
8.39(lH,d,J=15.5Hz), 10.42(lH,s)HS6^ll 205 HSfefll 14 tl^^lZtrTfB 

(D^b^^i^#fco(2E)-N-[3-^pp-5-[['rsypi-;u)>5 1 ;u]75y]7xx 

;U ]-3-(lH- -f > K — )l -3- -f ;U )-2- ^ P ^ > 7 5 K mpl84-187 deg 
CMS:415(M+l)NMR(DMSO, 5 ):6.60(3H,br s), 6.78(lH,d,J=15.8Hz), 
6.97-7.28(2H,m), 7.30-7.69(5H,m), 7.78(lH,d,J=15.8Hz), 7.83-8.05(5H,m), 
10.09(lH,s), 11.68(lH,s)Slte^l 206 3-(4,5-^^)^^/-)l-l-<)U)T 
-U>(94mg)t 6-<7PP-2H-^P^>-3-*;U7K>^(106mg)(D^1b^b> 

(5mi)*^j§^ic i-x5 1 ;u-3-(3-vp<5 1 ;u7sy^Pt°;u)*;u7t?v'r5K-^ 

^i£(144mg)<tN,N-v^;U75yt°'Jv>(31mg)£ tia*.. 24 ftffl 

ilUSilfc. S^^>^/-;UT*t»^L. StflJlU SfctiU 6-^PP-2H- 

<7py>-3-*;u^>^[3-(4,5-v>5 1 ;u-'rs^ i y-;u-i-'r;u)-^xx J ;u]-75 

K (73mg) £ <, APCI-mass;m/z380,382(M+H 4 ) 1 H-NMR(DMSO-d6): 

6 ;2.10(3H,s), 2.11(3H,s), 5.02(2H,s), 6.92(lH,d,J=8.6Hz), 
7.12(lH,d,J=8.3Hz), 7.31(lH,dd,J=8.3Hz,2.6Hz), 7.4-7.5(2H,m), 
7.50(lH,t,J=8-0Hz) ) 7.63(lH,s), 7.7-7.9(2H,m), 10.33(lH,s)H^ 207 2-(t° 
Uv>-2-^;i/>^;U75/)-5-7£yfc°Uv>(100mg)<»: 7-7;U*P-2,3-vfcK 
P-^>V*[b]^4zt°>4-*;U7t?>^(104mg)(D^b^5 1 ^>(5ml)*^jS^ 
|C l-x^^^-v^^TS/^Pt^l/^^v-fSK-^^mmg).!: 
NN-V^UTS/tfU V>(31mg)£lJ07U jg£fe£ 24 B^Paltt^U. 8&$ 
®iL7r.S^^*7A^PVh^^-(v'J*y;U 20g,2-3% 

fcfl:*? 1 b>ye»»U 7-7;i/ta-2,3-vt h*p-^.> 4 /[b]^+-trf> 4-* ju 

7K>^[6[(t°Uv>-2-'f;U>f 1 ;b)T5y]-f'Jv>-3-'r;U]-75K(109mg)^^ 
fc„ APCI-mass;m/z391(M+H 4 ) 1 H-NMR(DMSO-d6): <5 ;2.94(2H,t,J=4.7Hz) ) 
4.22(2H,t,J=4.7Hz), 4.54(2H,d,J=6.0Hz), 6.9-7.4(7H,m), 7.6-7.8(2H,m), 
8.18(lH,d,J=2.4Hz), 8.50(lH,d,J=4.1Hz), 9.71(lH,s)HSS#l 208 3-75^ 
-5-(t°Uv>-3--<^)f'Jv>--Ji^^(8Omg)«t:t o 'Jv>(O.27ml)0^<b> 
^b^SmOtf^jS^lC^^^-L/^-l-^^^x^-^P'Jh^Smg)©^^^ 

u>(2mi)»?s*-a-roiii jt. 6 mumnuzo *oaftft£itibJ(?L' 

-f-C>'J*^;U 25g,3% WS—fr-ilit&W&lt&Um-?)},*^ 
-1- * ;U # > £ [3,3 ' ] t* tf U v )l 5--fJI/7i h* (103mg) £ % tz . 
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ESI-mass;m/z386(M+NaYH-NMR(DMSO-d6): 6 ;4.24(2H,s), 

7.3-7.5(2H,m), 7.5-7.7(2H,m), 7.83(lH,d,J=6.8Hz), 7.99(lH,d,J=6.5Hz), 
8.1-8.2(2H,m), 8.57(lH,t,J=3.8Hz), 8.66(lH,dd,J=4.8Hz,1.5Hz), 
8.72(lH,d,J=2.0Hz), 8.95(lH,d,J=2.0Hz), 9.03(1 H,d,J=2.2Hz), 10.69(lH,s) 
209 9H-^;b^-U>-l-*;U/n>^(5-tK7V>'*^^-;i/-t 0 Uv> 
-3--OI/)-75K(O.37g)0> n-Z?$S— ;U(15ml)jSi« lr^^;U-f V vT^— h 
(79mg)<t 1,8-vTtflf v?P[5.4.0]O>T*J-7-X>(80// l)£fiO*.s %<D MS 
<m 120 degCT* 5 B#r B 1»PiiLfcc j£jg£@*U #t>Hfc^^7K|-J]PX 
fc 0 ^bftfcftlS^jiSaU 7Kr-gfe;f Lm^T'^^L, 9H-^^b>-l- 
*;U7^>^[5-(4-yf L ^-5-5 1 ^V-4,5-vt:KP-lH-[l J 2 ) 4]KU7^-;U-3-'r 
;U )- £ 'J v > -3- * ]■ 7 S K (203mg) £ # 0 
APCI-mass;400(m/z,[M+H] + )NMR(DMSO-d 6 ,d);3.62(3H,s) ) 4.23(2H,s), 
7.36-7.44(2H,m), 7.55-7.66(2H,m), 7.82(lH,d,J=7.0Hz), 

8.00(lH,d,J=6.3Hz), 8.17(lH,d,J=7.0Hz), 8.61(lH,d,J=2.1Hz), 

8.70(lH,d,J=1.9Hz), 9.13(lH,d,J=2.4Hz), 10.79(lH,s), 14.03(lH,br s)HJ£0j 
210 9n-7)\s*ls^A-1J)l<£>M[5-(4-*?}l,-5-***V4,5-*>t:\!0 
-lH-f 1 ,2,4] h 'J 7 % J - )\> -3- -< )V )- 1° 'J v > -3- •< >U ]- 7 5 K (120mg) 0) P ^ 
(5ml)^^ICffi{g^^-HU 0 A(83mg)(D7K(0.4ml)(D5tjS£ fin*. 

100 deg C V 1 B#F B 1ftnf&L7t. MiSlcftingL ^b*tfc;t^£iiK 
U LK£T*£4iU 9H-^;u^u>-i-*;u^>^[5-(4-^^;u 

-4H-[l,2,4]h'J7V*-;U-3-'l'JU)-t°'Jv>-3-'f;i.]-7SK(112mg)£#fc 0 
APCI-mass;368(m/z,[M+H] 4 )NMR(DMSO-d 6 ,d);3.88(3H,s), 4.24(2H,s), 
7.36-7.44(2H,m), 7.57-7.66(2H,m), 7.82(lH,d,J=7.1Hz), 

8.00(1 H,d,J=6.3Hz), 8.17(lH,d,J=7.1Hz), 8.71(lH,d,J=2.2Hz), 

8.76(1 H,d,J=1.9Hz), 8.95(lH,s), 9.16(lH,d,J=2.3Hz), 10.83(lH,s)H]5fe#l211 
3->T;U-2-h l j3'^7t-P>^^-lH-'r>K-;i/-7-*;U^>^(60mg). 6-(2-^ 
5 1 ;U-t°'Jv>-3-'l';U^v)t°'Jv>-3-'r;U75>(50mg), \-{l-{y/-=f-)\,7 
5y)^Pt 0 ;U]-3-X^;U*;U/1?V'l'5h*-^^^(66mg)O^^b^5 l b>(3ml) 
4-vy^^75yt°'Jv>(15mg)^;aT'finxfcc MT? 48 ftfBHft 

***-CW«*»L, a»*'J^AT»ft«ILfc. »a*»ET-CB*Lr 

**</-ju-c«h*u 3-y^;u-2-h'j7;u*py^ju-iH-<>K- 
ju-7-*;u^>^[6-(2->5 1 ;u-t 0 Uv>-3-^;i,^v)-if l Jv>-3->f;u]75K 

(43mg)£*#*: o APCI-mass;427(m/z,[M+H] + )NMR(DMSO-d 6 ,d);2.32(3H,s), 
2.43(3H,d,J=2.0Hz), 7.17(lH,d,J=8.8Hz), 7.23-7.40(2H,m), 

7.51(lH,d,J=8.1Hz), 7.85-8.05(2H,m), 8.23-8.40(2H,m), 

8.48(1 H,d,J=2.5Hz), 10.58(lH,s), 11.46(lH,s)]]]] 

<DP N=0190XTXF FR=0001 HE=008 WI=152 LX=0300 LY=0300>[|1|^PI$$B^] <EMI 
ID=000029 HE=212 WI=145 LX=0330 LY=0385XDP N=0191XEMI ID=000030 HE=212 WI=147 
LX=0320 LY=0300XDP N=0192XEMI ID=000031 HE=212 WI=145 LX=0330 LY=0300XDP 
N=0193XEMI ID=000032 HE=204 WI=137 LX=0370 LY=0300XDP N=0194XEMI ID=000033 
HE=212 WI=147 LX=0320 LY=0300> 
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